Serial No.: 10/598,508 



mmwftSoetse&tia.-. PRQ088eUSfw 

Amendments to the Ciaims: 
PJaase amend the ciaims as foiiowr. 

1 . (Currency Amended) A compouml of fermuJa # 

R 1 



^jtatt^u^^ ^ thereof, wherein 

Q'isSsSsaikylsne; 
xisOoc 1; 

R* is ^Q*)^Q") -R°< or -{Q J )-CN; 

Q'isC^aikyierui; 

O" is -C(O)-, -C($)-, or -CiNJ^h 

R J is H Of aikyi: 

R* is slkyt, alkenyl, S^afkyrtyi, hydroxy, aifcoxy, sn»{^y $Mi,g*!rV 
bengyloxy . or-N'.R'ftR 9 ) 

R 8 and R° each independency are H, hydroxy, ft^alkg, £3^ alkenyl, SjeC* sikyny!, 
-{QVfeiSaCyctoaikyf, -N{R < *}(& ,, ) ( or R* and R s combine with the nitrogen stem to wtifch 
they 3ra attached to form an optionaify substituted 4 to 8 membensd ring that may eofttain 
additional beteraatoms and may contain, one or mora degrees of imsaturaiion; 

y is 0 or 1; 

R' 6 ar>d R" each independently are H or C^Cj aikyi; 
R* is -CN, -NO?, orhatagsrt; and 

R* is ~GH, -NO*, halogen. haSoaikyi, Cx£& a&yi, C^Cg a&enyl, C?;C§ aSkynyi, 
hydroxy), C,-C» afkoxy, awt-.-at*te*y phenyl naartlhyt. ohenoxv or faeberreySow- 

2-7. {Canceled) 

S. (Originat) Th8 compound of claim 1 wherein R 3 ~<CN. 
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Author Search 



=> FILE HCAPLUS 

FILE 'HCAPLUS' ENTERED AT 10:21:14 ON 26 SEP 2008 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2008 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
the American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 26 Sep 2008 VOL 149 ISS 14 
FILE LAST UPDATED: 25 Sep 2008 (20080925/ED) 

HCAplus now includes complete International Patent Classification (IPC) 
reclassification data for the second quarter of 2008. 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 
'OBI' IS DEFAULT SEARCH FIELD FOR 'HCAPLUS' FILE 

=> D STAT QUE L3 4 
LI STR 



Gl CF3, [@1] 
G2 CF3, [@1] 
G3 [@2] , [S3] 
G4 
G5 

G6 CN,N02, X 



Structure attributes must be viewed using STN Express query preparation. 

L3 774 SEA FILE=REGISTRY SSS FUL LI 

L4 3 7 SEA FILE=HCAPLUS ABB=ON PLU=ON L3 



G2 3 Cy 1 



Aki_Gl 



G3 




CH 
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L10 STR 



G2 3 Cy 1 



Ak— — Gl 



G3 



Gl CF3, [@1] 
G2 CF3, [@1] 
G3 [@2] , [S3] 
G4 
G5 

G6 CN,N02, X 
G7 O, S, N 



CH 



•G7 



Structure attributes must be viewed using STN Express query preparation. 
L12 395 SEA FILE=REGISTRY SUB=L3 SSS FUL LIO 

L13 16 SEA FILE=HCAPLUS ABB=ON PLU=ON LI 2 

L14 STR 



G2 3 Cy 1 



Ak2_Gl 



CH 



G3 
i 



Gl CF3, [@1] 
G2 CF3, [@1] 
G3 [@2] , [S3] 
G4 
G5 

G6 CN,N02, X 
G7 N02, X 



CH 



Structure attributes must be viewed using STN Express query preparation. 
L16 SCR 342 OR 286 

L17 2 SEA FILE=REGISTRY SSS SAM L16 AND L14 

L27 62 SEA FILE=HCAPLUS ABB=ON PLU=ON TURNBULL P?/AU 

L2 8 17 SEA FILE=HCAPLUS ABB=ON PLU=ON CADILLA R?/AU 
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L29 


675 


SEA 


FILE=HCAPLUS 


ABB= 


=ON 


PLU= 


=ON 


COWAN D?/AU 






L30 


250 


SEA 


FILE=HCAPLUS 


ABB= 


=ON 


PLU= 


=ON 


LARKIN A?/AU 






L31 


71 


SEA 


FILE=HCAPLUS 


ABB= 


=ON 


PLU= 


=ON 


KALDOR I?/AU 






L32 


479 


SEA 


FILE=HCAPLUS 


ABB= 


=ON 


PLU= 


=ON 


STEWART E?/AU 






L33 


1513 


SEA 
L31 


FILE=HCAPLUS 
OR L32) 


ABB= 


=ON 


PLU= 


=ON 


(L27 OR L28 OR 


L29 


OR 


L34 


6 


SEA 


FILE=HCAPLUS 


ABB= 


=ON 


PLU= 


=ON 


L33 AND (L4 OR 


L17 


OR 



=> FILE WPIX 

FILE 'WPIX' ENTERED AT 10:21:27 ON 26 SEP 2008 
COPYRIGHT (C) 2008 THOMSON REUTERS 

FILE LAST UPDATED: 20 SEP 2008 <20080920/UP> 

MOST RECENT UPDATE: 200860 <200860/DW> 

DERWENT WORLD PATENTS INDEX SUBSCRIBER FILE, COVERS 1963 TO DATE 

>>> Now containing more than 1.1 million chemical structures in DCR <<< 

>>> IPC Reform backfile reclassifications have been loaded to the end of 
June 2008. No update date (UP) has been created for the 
reclassified documents, but they can be identified by 
20060101/UPIC and 20061231/UPIC, 20070601/UPIC, 20071001/UPIC, 
20071130/UPIC, 20080401/UPIC and 20080701/UPIC . 

ECLA reclassifications to June and US national classifications to 

the end of April 2008 have also been loaded. Update dates 

20080401 and 20080701/UPEC and /UPNC have been assigned to these. «< 

FOR A COPY OF THE DERWENT WORLD PATENTS INDEX STN USER GUIDE, 
PLEASE VISIT: 

http : / / www . stn--internat ional . de /training_center /patent s / str._guide . pdf 
FOR DETAILS OF THE PATENTS COVERED IN CURRENT UPDATES, SEE 

http : //scientific . thomsonreuters . com/ support /patents /coverage/ latestupdat.es/ 

EXPLORE DERWENT WORLD PATENTS INDEX IN STN ANAVIST, VERSION 2.0: 

http : / /www . stn- inter national . com / archive /present at i ons /'DWPIAnaVist 2_06 0 8 . pdf 

>>> HELP for European Patent Classifications see HELP ECLA, HELP ICO <<< 



' BI , ABEX ' IS DEFAULT SEARCH FIELD FOR 'WPIX' FILE 

=> D STAT QUE L3 8 
L8 STR 

* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 
Structure attributes must be viewed using STN Express query preparation. 



L27 


62 


SEA 


FILE=HCAPLUS ABB=ON 


PLU= 


=ON 


TURNBULL P?/AU 


L28 


17 


SEA 


FILE=HCAPLUS ABB=ON 


PLU= 


=ON 


CADILLA R?/AU 


L29 


675 


SEA 


FILE=HCAPLUS ABB=ON 


PLU= 


=ON 


COWAN D?/AU 


L30 


250 


SEA 


FILE=HCAPLUS ABB=ON 


PLU= 


=ON 


LARKIN A?/AU 


L31 


71 


SEA 


FILE=HCAPLUS ABB=ON 


PLU= 


=ON 


KALDOR I?/AU 


L32 


479 


SEA 


FILE=HCAPLUS ABB=ON 


PLU= 


=ON 


STEWART E?/AU 


L33 


1513 


SEA 


FILE=HCAPLUS ABB=ON 


PLU= 


=ON 


(L27 OR L28 OR 






L31 


OR L32) 








L36 


109 


SEA 


FILE=WPIX SSS FUL L8 








L37 


2 


SEA 


FILE=WPIX ABB=ON PLU=ON 


L36/DCR 


L38 


2 


SEA 


FILE=WPIX ABB=ON PLU 


I=ON 


L33 


AND L3 7 
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=> DUP REM L3 4 L3 8 

FILE 'HCAPLUS' ENTERED AT 10:21:37 ON 26 SEP 2008 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2008 AMERICAN CHEMICAL SOCIETY (ACS) 

FILE 'WPIX' ENTERED AT 10:21:37 ON 26 SEP 2008 
COPYRIGHT (C) 2008 THOMSON REUTERS 
PROCESSING COMPLETED FOR L34 
PROCESSING COMPLETED FOR L38 

L41 6 DUP REM L34 L38 (2 DUPLICATES REMOVED) 

ANSWERS '1-6' FROM FILE HCAPLUS 



=> D IBIB ED ABS HITSTR 1-6 



L41 ANSWER 1 OF 6 HCAPLUS COPYRIGHT 2008 ACS on STN DUPLICATE 1 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2006:1122964 HCAPLUS Fu 1 1-text 
145:455269 

Preparation of N-cyanoaryl amino acid amides for 
treating endometriosis or uterine fibroids 
Jones, David G.; Kaido;:. 1st van; Liang, Xi; 
Turnhull, Philip Stewart; Hammond, Marlys; 
Kallander, Lara 5.; Thompson, Scott Kevin; Washburn, 
David 

SmithKline Beecham Corporation, USA 

PCT Int. Appl., 71pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT 


NO. 






KIND 


DATE 






APPLICATION 


NO. 




DATE 


WO 


2006113552 




A2 




20061026 




WO 2006- 


US14286 




20060414 


WO 


2006113552 




A3 




20070531 




















W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, 


CA, CH, 






CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, GD, 






GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KM, 


KN, 


KP, KR, 






KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


LY, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, MX, 






MZ, 


NA, 


NG, 


NI, 


NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, SE, 






SG, 


SK, 


SL, 


SM, 


SY, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, VC, 






VN, 


YU, 


ZA, 


ZM, 


zw 
























RW 


: AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, IE, 






IS, 


IT, 


LT, 


LU, 


LV, 


MC, 


NL, 


PL, 


PT, 


RO, 


SE, 


si, 


SK, 


TR, 


BF, BJ, 






CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG, 


BW, GH, 






GM, 


KE, 


LS, 


MW, 


MZ, 


NA, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AM, 


AZ, BY, 






KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AP, 


EA, 


EP, 


OA 












EP 


1871379 






A2 




2008 


0102 




EP 2006- 


750349 




20060414 




R: 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


EI i 


FR, 


GB, 


GR, 


HU, IE, 






IS, 


IT, 


LI, 


LT, 


LU, 


LV, 


MC, 


NL, 


PL, 


PT, 


RO, 


SE, 


si, 


SK, 


TR, AL, 






BA, 


HR, 


MK, 


YU 
























JP 


200: 


35368( 


58 




T 




2008 


0911 




JP 2008- 


506790 




20060414 


US 


200: 


30194536 




Al 




2008 


0814 




US 2007- 


911537 




20071015 



PRIORITY APPLN. INFO. 



US 2005-671592P P 20050415 

WO 2006-US14286 W 20060414 



OTHER SOURCE (S) : 
ED Entered STN: 



MARPAT 145:4552 
27 Oct 2006 



69 
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AB The invention relates to amino acid amides NC-Ar-N (CHR1R1 ' ) CR2R2 ' CONR3R3 ' [Ar 
is Ph or naphthyl which may be further substituted; Rl, Rl ' are independently 
H, (un) substituted alkyl, cycloalkyl, aryl, heteroaryl, or together form a 
cycloalkyl or cycloalkenyl group; R2, R2 ' are independently H, (un) substituted 
alkyl, cycloalkyl, or R4(CH2)m-X-, where R4 is cycloalkyl, Ph, or pyridyl, m 
is 0-4, and X is a bond, 0, or S; R3, R3 ' are independently (un) substituted 
alkyl, alkenyl, propargyl; or NR3R3 ' is heterocycloalkyl (with provisos)] or 
their pharmaceutically-acceptable salts and their use for treating 
endometriosis or uterine fibroids. Thus, N2- [( 2-chlorophenyl ) methyl ] -N2- [ 4- 
cyano-3- (trif luoromethyl ) phenyl] -Nl, Nl- dimethyl-L-alaninamide was prepared 
via amidation, arylation, and alkylation reactions. One hundred twenty-two 
synthesized compds . showed IC50 < 10 pM in the PR binding assay. 
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RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of N-cyanoaryl amino acid amides for treating endometriosis or 
uterine fibroids) 
RN 913288-02-5 HCAPLUS 

CN Pentanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 913288-03-6 HCAPLUS 

CN Hexanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N, N-dimethyl- (CA INDEX NAME) 
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CN 




RN 913288-04-7 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N,N-bis ( 2-methylpropyl ) - (CA INDEX NAME ) 



en 




RN 913288-05-8 HCAPLUS 

CN Propanamide, N, N-dibutyl-2- [[ 4-cyano-3- (trif luoromethyl ) phenyl] (2,2,2- 
trif luoroethyl) amino] - (CA INDEX NAME) 



CN 




RN 913288-06-9 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trifluoroethyl) amino] -N- (1, 1-dimethylethyl ) -N-methyl- (CA INDEX NAME) 



CN 
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RN 913288-07-0 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N-methyl-N-2-propyn-l-yl- (CA INDEX NAME ) 



CN 




RN 913288-08-1 HCAPLUS 

CN Propanamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] -N-ethyl-N-propyl- (CA INDEX NAME) 



en 




RN 913288-09-2 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N-ethyl-N- ( 1-methylethyl ) - (CA INDEX NAME) 



en 




RN 913288-10-5 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N-ethyl-N-methyl- (CA INDEX NAME) 
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CN 




RN 913288-11-6 HCAPLUS 

CN Propanamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] -N, N-dipropyl- (CA INDEX NAME ) 



CN 




RN 913288-12-7 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N, N-diethyl- (CA INDEX NAME) 



CN 




RN 913288-13-8 HCAPLUS 

CN Benzonitrile, 4- [ [ l-methyl-2-oxo-2- ( 1-piperidinyl ) ethyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




RN 913288-14-9 HCAPLUS 
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CN Benzonitrile, 4- [ [ 2- ( 1-azetidinyl ) -l-methyl-2-oxoethyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 

0 Me CH2— CF3 




RN 913288-15-0 HCAPLUS 

CN Propanamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] -N-methyl-N-propyl- (CA INDEX NAME) 



en 




RN 913288-16-1 HCAPLUS 

CN Propanamide, N-butyl-N- ( cyanomethyl ) -2- [ [ 4-cyano-3- 

(trifluoromethyl)phenyl] (2, 2, 2-trif luoroethyl ) amino] - (CA INDEX NAME) 



en 




RN 913288-17-2 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N- (2-methoxyethyl) -N-propyl- (CA INDEX NAME) 
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CN 



. CF3 



-C 



H2 



Me 

_CH_C_N_ Pr-n 

— CH2— OMe 



913288-18-3 HCAPLUS 

Propanamide, N, N-bis ( cyanomethyl ) -2- [ [4-cyano-3- 

( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] 



(CA INDEX NAME ) 



CN 




CF3 



Me 



CH_ C—N—CH2— CN 
'A CH2— CN 



913288-19-4 HCAPLUS 

Benzonitrile, 4- [ [ l-methyl-2- ( 4-morpholinyl ) -2-oxoethyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




CH2— CF3 

N— CH— C 

Me "o 



913288-20-7 HCAPLUS 

Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 

trif luoroethyl) amino] -N- (cyclopropylmethyl) -N-propyl- (CA INDEX NAME) 



-CH2 



n-Pr O Me CH2— CF3 
_U-CH-N_ R 



CF 3 



. CN 
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RN 913288-21-8 HCAPLUS 

CN Propanamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 

trif luoroethyl) amino] -N-cyclohexyl-N-methyl- (CA INDEX NAME) 



NC. 



CF3 




CH2— CF3 



N— C H— C— N 

Me 'o Me k^ 



RN 913288-22-9 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N- (2-methoxyethyl) -N-methyl- (CA INDEX NAME) 




CF3 



N 'cH_C_N_CH2— CH2— OMe 

F3C— CH2 U iJe 



RN 913288-23-0 HCAPLUS 

CN Benzonitrile, 4- [ [ l-methyl-2-oxo-2- ( 4-thiomorpholinyl ) ethyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



NC 



CF3 




CH2— CF3 
N— CH— C ] 



Me 'o O 



RN 913288-24-1 HCAPLUS 

CN Propanamide, N- ( 2-cyanoethyl ) -2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] -N-methyl- (CA INDEX NAME) 



CN 




F3C 



CH_C_N_CH2— CH2— CN 

— CH? O Je 
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RN 913288-25-2 HCAPLUS 

CN Benzonitrile, 4- [ [ l-methyl-2-oxo-2- ( 1-pyrrolidinyl ) ethyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CN 




RN 913288-26-3 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N-methyl-N- (1-methylethyl) - (CA INDEX NAME) 



en 




RN 913288-27-4 HCAPLUS 

CN Propanamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 

trif luoroethyl) amino] -N, N-di-2-propen-l-yl- (CA INDEX NAME) 



Cll 




RN 913288-28-5 HCAPLUS 

CN Propanamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 

trif luoroethyl) amino] -N-methyl-N-2-propen-l-yl- (CA INDEX NAME) 
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RN 913288-29-6 HCAPLUS 

CN Butanamide, N, N-dibutyl-2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] - (CA INDEX NAME) 




RN 913288-30-9 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trifluoroethyl) amino] -N- (1, 1-dimethylethyl ) -N-methyl- (CA INDEX NAME) 




RN 913288-31-0 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N-methyl-N-2-propyn-l-yl- (CA INDEX NAME) 
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RN 913288-32-1 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N-ethyl-N-propyl- (CA INDEX NAME ) 




RN 913288-33-2 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N-ethyl-N- (1-methylethyl) - (CA INDEX NAME) 




RN 913288-34-3 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N,N-bis ( 2-methylpropyl ) - (CA INDEX NAME) 
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RN 913288-35-4 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N-ethyl-N-methyl- (CA INDEX NAME ) 




RN 913288-36-5 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N, N-dipropyl- (CA INDEX NAME) 




RN 913288-37-6 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N, N-diethyl- (CA INDEX NAME) 



Page 16 of 318 



Serial No.: 10/598,508 



CN 



-CF3 



0 



_CH_Et 

NEt 9 



RN 913288-38-7 HCAPLUS 

CN Benzonitrile, 4- [ [ 1- ( 1-piperidinylcarbonyl ) propyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



NC. 



CF3 




CH2— CF3 

N — C H— C N"""^ 



RN 913288-39-8 HCAPLUS 

CN Benzonitrile, 4- [ [ 1- ( 1-azetidinylcarbonyl ) propyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



□ 



0 Et CH2— CF3 
N C— CH— N R 



CF3 




CN 



RN 913288-40-1 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N-methyl-N-propyl- (CA INDEX NAME) 



CN 



F3C. 




Pr-n 
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RN 913288-41-2 HCAPLUS 

CN Butanamide, N-butyl-N- ( cyanomethyl ) -2- [[ 4-cyano-3- 

(trifluoromethyl)phenyl] (2, 2, 2-trif luoroethyl ) amino] - (CA INDEX NAME ) 



CN 




F3C 



CF3 



_CH_Et 
CH2 C— N— Bu-n 
'A CH2— CN 



RN 913288-42-3 HCAPLUS 

CN Butanamide, 2- [ [ 4-cyano-3- ( trif luoromethyl ) phenyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -N- (2-methoxyethyl) -N-propyl- (CA INDEX NAME) 




F3C 



CF3 



\I CH — Et 

_N_Pr-n 
ft U _ CH2— OMe 



RN 913288-43-4 HCAPLUS 

CN Butanamide, N, N-bis ( cyanomethyl ) -2- [[ 4-cyano-3- 

(trifluoromethyl)phenyl] (2, 2, 2-trif luoroethyl ) amino] - (CA INDEX NAME) 




RN 913288-44-5 HCAPLUS 

CN Benzonitrile, 4- [ [ 1- ( 4-morpholinylcarbonyl ) propyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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NC 



CF3 



CH2— CF3 
1 1 X — CH— C 



-CH— C N 

it 'A O 



RN 913288-45-6 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl ) amino] -N- ( cyclopropylmethyl ) -N-propyl- (CA INDEX NAME) 



n-Pr O Et CH2— CF3 
CH2— h— c— CH— N R 



CF 3 




CN 



RN 913288-46-7 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N-cyclohexyl-N-methyl- (CA INDEX NAME) 



NC. 



CF3 

n 




CH2— CF3 
.|j_CH— C— N 




RN 913288-47-8 HCAPLUS 

CN Benzonitrile, 4- [[ 1- ( 4-thiomorpholinylcarbonyl ) propyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



NC. 



CF3 




CH2— CF3 
tl — CH— C 



RN 913288-48-9 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N- ( 2-methoxyethyl ) -N-methyl- (CA INDEX NAME) 
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RN 913288-49-0 HCAPLUS 

CN Butanamide, N- ( 2-cyanoethyl ) -2- [ [ 4-cyano-3- ( tr if luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] -N-methyl- (CA INDEX NAME) 




RN 913288-50-3 HCAPLUS 

CN Benzonitrile, 4- [ [ 1- ( 1-pyrrolidinylcarbonyl ) propyl ] ( 2 , 2 , 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 913288-51-4 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N-methyl-N- ( 1-methylethyl ) - (CA INDEX NAME) 
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RN 913288-52-5 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N, N-di-2-propen-l-yl- (CA INDEX NAME ) 




RN 913288-53-6 HCAPLUS 

CN Benzonitrile, 4- [ [ 1- ( 3-thiazolidinylcarbonyl ) propyl ] ( 2 , 2 , 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 913288-54-7 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -N-methyl-N-2-propen-l-yl- (CA INDEX NAME) 
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CN 




F3C CH? C— N— CH2— CH^CH2 

U I 



RN 913288-58-1 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (3, 3, 3- 
trif luoropropyl) amino] -N, N-dimethyl- (CA INDEX NAME) 



CN 




CH — C — NMe2 

L ¥> 



IT 864283-58-9P 913288-72-9P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of N-cyanoaryl amino acid amides for treating endometriosis or 
uterine fibroids) 
RN 864283-58-9 HCAPLUS 

CN Alanine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) - 
(CA INDEX NAME) 



CH 




RN 913288-72-9 HCAPLUS 

CN Alanine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 
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ED Entered STN: 16 Sep 2005 

The invention relates to non-steroidal compds . 3 , 4-R4R3C6H3NR1R2 [Rl is - 
(Ql)0-1-R5, where Ql is alkylene and R5 is H, alkyl, alkenyl, alkynyl, 
haloalkyl or cycloalkyl; R2 is -Q3-Q4-R6 or -Q3-CN, where Q3 is alkylene, Q4is 
CO, CS, C:NR7, R7 is H or alkyl; R6 is alkyl, alkenyl, alkynyl, hydroxy, 
alkoxy, aryloxy or an amino group; R3 is CN, N02 or halo; R4 is CN, N02, halo, 
haloalkyl, alkyl, alkenyl, alkynyl, hydroxy, alkoxy, aryl or aryloxy] and 
their salts, solvates and physiol. functional derivs., that are modulators of 
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androgen, glucocorticoid, mineralocorticoid, and progesterone receptors, as 
well as methods for their synthesis and use. Thus, N2- [ 4-cyano-3- 
( trif luoromethyl ) phenyl ] -N2- (cyclopropylmethyl ) -Nl- methylglycinamide was 
prepared from 4-fluoro-2- (trif luoromethyl) benzonitrile by reaction with 
cyclopropylmethylamine and tert-Bu bromoacetate, followed by ester cleavage 
and methylamidation . 
IT 864283-35-2P 864283-36-3P 864283-46-5P 

864283 - 47--6P 864283-48-7P 864283-57-8P 

864284- 52-6? 864284-55-9P 864284-74-2P 









2 8 5 






86 4 2 85 - 4 5 - OP 86 4 


t285-47~2P 


86 4 


285 


-55- 


- ' P 


864285-57-4P 864 


t285-65-4P 


8S4 


285 


-67- 


-6P 


864285-69-8P 86-; 




864 


285 


-79- 


-OP 


864285-85-8P 86<S 


1285-87 -OP 











RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of aniline amino acid derivs. as selective androgen receptor 
modulators ) 
RN 864283-35-2 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (cyclopropylmethyl) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 



O 

CH2— C— OBu-t 




RN 864283-36-3 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (cyclopropylmethyl) - (CA 
INDEX NAME) 




RN 864283-46-5 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 
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CN 




RN 864283-47-6 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) - 
(CA INDEX NAME) 




RN 864283-48-7 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] - (CA INDEX NAME) 



CN 




F3C— CH2 



RN 864283-57-8 HCAPLUS 

CN Alanine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) -, 
methyl ester (CA INDEX NAME) 
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RN 864283-58-9 HCAPLUS 

CN Alanine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) - 
(CA INDEX NAME) 




RN 864283-59-0 HCAPLUS 

CN Propanamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] - (CA INDEX NAME) 




RN 864283-68-1 HCAPLUS 

CN Butanoic acid, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] -, 1 , 1-dimethylethyl ester (CA INDEX NAME) 




RN 864283-71-6 HCAPLUS 

CN Butanoic acid, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] - (CA INDEX NAME) 
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CN 




RN 864284-22-0 HCAPLUS 

CN Alanine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- ( cyclopropylmethyl ) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 864284-40-2 HCAPLUS 

CN Propanoic acid, 3- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -2-methyl-, methyl ester (CA INDEX NAME) 




RN 864284-52-6 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (3,3, 3-trif luoropropyl ) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 
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RN 864284-55-9 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (3, 3, 3- 
trif luoropropyl) amino] - (CA INDEX NAME) 




RN 864284-74-2 HCAPLUS 

CN Glycine, N- ( 3-chloro-4-cyanophenyl ) -N- (2,2, 2-trif luoroethyl ) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 864284-76-4 HCAPLUS 

CN Glycine, N- ( 3-chloro-4-cyanophenyl ) -N- ( 2 , 2 , 2-trif luoroethyl ) - (CA INDEX 
NAME) 




RN 864284-84-4 HCAPLUS 

CN Alanine, N- ( 3-chloro-4-cyanophenyl ) -N- (2,2, 2-trif luoroethyl ) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 
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RN 864284-95-7 HCAPLUS 

CN Butanoic acid, 2- [ (3-chloro-4-cyanophenyl) (2, 2, 2-trif luoroethyl) amino] -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 864285-03-0 HCAPLUS 

CN Glycine, N- ( 3-chloro-4-cyanophenyl ) -N- (cyclopropylmethyl ) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 864285-13-2 HCAPLUS 

CN Benzonitrile, 2-chloro-4- [ (cyanomethyl) (cyclopropylmethyl) amino] - (CA 
INDEX NAME) 




RN 864285-15-4 HCAPLUS 

CN Alanine, N- ( 3-chloro-4-cyanophenyl ) -N- (cyclopropylmethyl) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 
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RN 864285-17-6 HCAPLUS 

CN Alanine, N- ( 3-chloro-4-cyanophenyl ) -N- (cyclopropylmethyl ) - (CA INDEX 
NAME) 




RN 864285-25-6 HCAPLUS 

CN Butanoic acid, 2- [ (3-chloro-4-cyanophenyl) (cyclopropylmethyl) amino] -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 864285-37-0 HCAPLUS 

CN Glycine, N- (3, 4-dicyanophenyl ) -N- (2,2, 2-trif luoroethyl ) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 864285-45-0 HCAPLUS 

CN Alanine, N- (3, 4-dicyanophenyl) -N- (2, 2, 2-trif luoroethyl) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 
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RN 864285-47-2 HCAPLUS 

CN Alanine, N- (3, 4-dicyanophenyl ) -N- (2,2, 2-trif luoroethyl ) - (CA INDEX NAME) 




RN 864285-55-2 HCAPLUS 

CN Butanoic acid, 2- [ (3, 4-dicyanophenyl) (2, 2, 2-trif luoroethyl) amino] -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 864285-57-4 HCAPLUS 

CN Butanoic acid, 2- [ (3, 4-dicyanophenyl) (2, 2, 2-trif luoroethyl) amino] - (CA 
INDEX NAME) 
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RN 864285-65-4 HCAPLUS 

CN Glycine, N- ( cyclopropylmethyl ) -N- (3, 4-dicyanophenyl ) -, 1 , 1-dimethylethyl 
ester (CA INDEX NAME ) 




RN 864285-67-6 HCAPLUS 

CN Glycine, N- ( cyclopropylmethyl ) -N- ( 3 , 4-dicyanophenyl ) - (CA INDEX NAME) 




RN 864285-69-8 HCAPLUS 

CN Acetamide, 2- [ (cyclopropylmethyl) (3, 4-dicyanophenyl) amino] - (CA INDEX 
NAME) 




RN 864285-77-8 HCAPLUS 

CN Alanine, N- ( cyclopropylmethyl ) -N- ( 3 , 4-dicyanophenyl ) -, 1 , 1-dimethylethyl 
ester (CA INDEX NAME) 
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RN 864285-79-0 HCAPLUS 

CN Alanine, N- ( cyclopropylmethyl ) -N- (3, 4-dicyanophenyl ) - (CA INDEX NAME) 




RN 864285-85-8 HCAPLUS 

CN Butanoic acid, 2- [ (cyclopropylmethyl) (3, 4-dicyanophenyl) amino] -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 864285-87-0 HCAPLUS 

CN Butanoic acid, 2- [ (cyclopropylmethyl) (3, 4-dicyanophenyl) amino] - (CA INDEX 
NAME) 



C02H CN 
Et-CH J^ CN 
Z^_CH 2 _N_D^J 
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•43- 


8P 
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864285-71-2P 864285-73-4P 864285-75-6P 
864285-81-4P 864285-83-6P 864285-89 -2P 
86 4 2 85 - 9 1 - 6 P 86 42 8 5 - 9 3 - 8 P 

RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of aniline amino acid derivs. as selective androgen receptor 
modulators ) 
RN 864283-37-4 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (cyclopropylmethyl ) amino] - 
N-methyl- (CA INDEX NAME) 




RN 864283-38-5 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (cyclopropylmethyl ) amino] - 
(CA INDEX NAME) 




RN 864283-49-8 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) -, 
methyl ester (CA INDEX NAME) 



CN 




F3C— CH2 



RN 864283-50-1 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) -, 
1-methylethyl ester (CA INDEX NAME) 
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CN 



F3C 




[_ CH2— C_OPr-i 



RN 864283-51-2 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N-methyl- (CA INDEX NAME) 



N—CH2— C—NHMe 
F3C— CH2 O 



RN 864283-52-3 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N-ethyl- (CA INDEX NAME) 



RN 864283-53-4 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N-cyclohexyl- (CA INDEX NAME) 



en 




C1I 



F3C 




CH2— C_NHEt 




CH2— CF3 



[_CH2 — C— NH- 
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RN 864283-54-5 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 864283-55-6 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) -, 
1-methylhydrazide (CA INDEX NAME) 




RN 864283-56-7 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) -, 
2, 2-dimethylhydrazide (CA INDEX NAME) 




RN 864283-60-3 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N-methyl- (CA INDEX NAME) 
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CN 




RN 864283-62-5 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N-ethyl- (CA INDEX NAME) 



en 




RN 864283-65-8 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N, N-dimethyl- (CA INDEX NAME) 



CN 




RN 864283-74-9 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] - (CA INDEX NAME) 



Cll 
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RN 864283-77-2 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N-methyl- (CA INDEX NAME) 




RN 864283-80-7 HCAPLUS 

CN Butanamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] -N-ethyl- (CA INDEX NAME) 




RN 864283-83-0 HCAPLUS 

CN Butanamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 864284-16-2 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] ( cyclopropylmethyl ) amino] - 
N-ethyl- (CA INDEX NAME) 
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o 

CH2— 'L NHEt 
CH? — N- 




RN 864284-19-5 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (cyclopropylmethyl) amino] 
N- (cyclopropylmethyl) - (CA INDEX NAME) 



F3C. 



CN 




- C H 2 — N — C H 2 — C—NH—CH2- 



RN 864284-25-3 HCAPLUS 

CN Alanine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (cyclopropylmethyl) 
INDEX NAME) 



(CA 



Me 

H02C—CH 
CH2 — N D. 



CF3 




CN 



RN 864284-27-5 HCAPLUS 

CN Propanamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ] ( cyclopropylmethyl ) amin 
o]- (CA INDEX NAME) 



O Me CF 3 

/\ CH2-N— f 



RN 864284-29-7 
CN Propanamide, 
o] -N-methyl- 



HCAPLUS 

2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (cyclopropylmethyl) amin 
(CA INDEX NAME) 
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RN 864284-31-1 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] ( cyclopropylmethyl ) amin 
o]-N-ethyl- (CA INDEX NAME) 




RN 864284-33-3 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (cyclopropylmethyl ) amin 
o] -N,N-dimethyl- (CA INDEX NAME) 




RN 864284-35-5 HCAPLUS 

CN Benzonitrile, 4- [ ( cyanomethyl ) (2, 2, 2-trif luoroethyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



cn 




RN 864284-37-7 HCAPLUS 

CN Benzonitrile, 4- [ ( 1-cyanoethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
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(trif luoromethyl) - (CA INDEX NAME) 




RN 864284-42-4 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-cyanopropyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 864284-48-0 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] ( 2 , 2 , 2-trif luoro-1- 
methylethyl) amino] - (CA INDEX NAME) 




RN 864284-50-4 HCAPLUS 

CN Acetamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ][ 1- 
(trifluoromethyl)propyl] amino] - (CA INDEX NAME) 
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RN 864284-57-1 HCAPLUS 

CN Benzonitrile, 4- [ ( cyanomethyl ) (3, 3, 3-trif luoropropyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 864284-59-3 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (3, 3, 3- 
trif luoropropyl) amino] - (CA INDEX NAME) 




RN 864284-62-8 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (3, 3, 3- 
trif luoropropyl) amino] -N-methyl- (CA INDEX NAME) 
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RN 864284-78-6 HCAPLUS 

CN Acetamide, 2- [ (3-chloro-4-cyanophenyl) (2, 2, 2-trif luoroethyl) amino] - (CA 
INDEX NAME) 



CI 



H2N—C— CH2— N- 
O F 3 C — C H 




CN 



RN 864284-80-0 HCAPLUS 

CN Acetamide, 2- [ (3-chloro-4-cyanophenyl) (2, 2, 2-trif luoroethyl) amino] -N- 
methyl- (CA INDEX NAME) 




RN 864284-82-2 HCAPLUS 

CN Acetamide, 2- [ ( 3-chloro-4-cyanophenyl ) (2, 2, 2-trif luoroethyl) amino] -N-ethyl- 
(CA INDEX NAME) 




RN 864284-87-7 HCAPLUS 
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CN Alanine, N- ( 3-chloro-4-cyanophenyl ) -N- (2,2, 2-trif luoroethyl ) - (CA INDEX 
NAME) 




RN 864284-89-9 HCAPLUS 

CN Propanamide, 2- [ ( 3-chloro-4-cyanophenyl ) (2, 2, 2-trif luoroethyl) amino] - (CA 
INDEX NAME) 



CI 




CN 



8 " 

H2N_C_CH_N' 

iJe CH2— CF3 



RN 864284-91-3 HCAPLUS 

CN Propanamide, 2- [ ( 3-chloro-4-cyanophenyl ) (2, 2, 2-trif luoroethyl) amino] -N- 
methyl- (CA INDEX NAME) 




RN 864284-93-5 HCAPLUS 

CN Propanamide, 2- [ ( 3-chloro-4-cyanophenyl ) (2, 2, 2-trif luoroethyl) amino] -N- 
ethyl- (CA INDEX NAME) 
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RN 864284-97-9 HCAPLUS 

CN Butanamide, 2- [ ( 3-chloro-4-cyanophenyl ) (2, 2, 2-trif luoroethyl) amino] - (CA 
INDEX NAME ) 




RN 864284-99-1 HCAPLUS 

CN Butanamide, 2- [ ( 3-chloro-4-cyanophenyl ) (2, 2, 2-trif luoroethyl) amino] -N- 
methyl- (CA INDEX NAME) 



MeNH- 



Et — CH — N' 

1 U - 




2-CF 3 



CN 



RN 864285-01-8 
CN Butanamide, 
ethyl- (CA 



HCAPLUS 

2- [ ( 3-chloro-4-cyanophenyl ) (2,2, 2-trif luoroethyl ) amino] -N- 
INDEX NAME) 




RN 864285-05-2 HCAPLUS 

CN Glycine, N- (3-chloro-4-cyanophenyl) -N- (cyclopropylmethyl) - (CA INDEX 
NAME) 
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RN 864285-07-4 HCAPLUS 

CN Acetamide, 2- [ (3-chloro-4-cyanophenyl) (cyclopropylmethyl) amino] - (CA 
INDEX NAME) 




RN 864285-09-6 HCAPLUS 

CN Acetamide, 2- [ (3-chloro-4-cyanophenyl) (cyclopropylmethyl ) amino] -N-methyl- 
(CA INDEX NAME) 




RN 864285-11-0 HCAPLUS 

CN Acetamide, 2- [ ( 3-chloro-4-cyanophenyl ) (cyclopropylmethyl ) amino] -N-ethyl- 
(CA INDEX NAME) 




RN 864285-19-8 HCAPLUS 

CN Propanamide, 2- [ (3-chloro-4-cyanophenyl) (cyclopropylmethyl) amino] - (CA 
INDEX NAME) 
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O Me CI 
h 2 nJcLch -1 - 
ZS CH2— h D. 




RN 864285-21-2 HCAPLUS 

CN Propanamide, 2- [ ( 3-chloro-4-cyanophenyl ) (cyclopropylmethyl ) amino] -N-methyl- 
(CA INDEX NAME ) 



Me O 
CH— C— NHMe 

/S. — ch2— n — rj^ 5 **! 



CN 



RN 864285-23-4 HCAPLUS 

CN Propanamide, 2- [ ( 3-chloro-4-cyanophenyl ) (cyclopropylmethyl ) amino] -N-ethyl- 
(CA INDEX NAME) 



Me 0 
CH— C— NHEt 
ZS CH ? — ll- 




CN 



RN 864285-27-8 HCAPLUS 

CN Butanoic acid, 2- [ ( 3-chloro-4-cyanophenyl ) (cyclopropylmethyl) amino] 
INDEX NAME) 



- (CA 



C02H CI 
Et-CH 1 • 
CH2— N LL 




RN 864285-29-0 HCAPLUS 

CN Butanamide, 2- [ ( 3-chloro-4-cyanophenyl ) (cyclopropylmethyl ) amino] 
INDEX NAME) 



(CA 
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RN 864285-31-4 HCAPLUS 

CN Butanamide, 2- [ ( 3-chloro-4-cyanophenyl ) (cyclopropylmethyl ) amino] -N-methyl- 
(CA INDEX NAME ) 




RN 864285-33-6 HCAPLUS 

CN Butanamide, 2- [ ( 3-chloro-4-cyanophenyl ) (cyclopropylmethyl) amino] -N-ethyl- 
(CA INDEX NAME) 




RN 864285-35-8 HCAPLUS 

CN Glycine, N- (3, 4-dicyanophenyl ) -N- (2, 2, 2-trif luoroethyl) -, methyl ester 
(CA INDEX NAME) 



Cli 




F3C— CH2 



RN 864285-39-2 HCAPLUS 

CN Acetamide, 2- [ (3, 4-dicyanophenyl) (2, 2, 2-trif luoroethyl) amino] - (CA INDEX 
NAME) 
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CN 




RN 864285-41-6 HCAPLUS 

CN Acetamide, 2- [ ( 3 , 4-dicyanophenyl ) (2, 2, 2-trif luoroethyl) amino] -N-methyl- 
(CA INDEX NAME) 




RN 864285-43-8 HCAPLUS 

CN Acetamide, 2- [ (3, 4-dicyanophenyl) (2, 2, 2-trif luoroethyl) amino] -N-ethyl- 
(CA INDEX NAME) 




RN 864285-49-4 HCAPLUS 

CN Propanamide, 2- [( 3 , 4-dicyanophenyl )( 2 , 2 , 2-trif luoroethyl ) amino] - (CA 
INDEX NAME) 
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RN 864285-51-8 HCAPLUS 

CN Propanamide, 2- [ ( 3 , 4-dicyanophenyl ) (2, 2, 2-trif luoroethyl) amino] -N-methyl- 
(CA INDEX NAME ) 




RN 864285-53-0 HCAPLUS 

CN Propanamide, 2- [ (3, 4-dicyanophenyl) (2,2, 2-trif luoroethyl ) amino] -N-ethyl- 
(CA INDEX NAME) 




RN 864285-59-6 HCAPLUS 

CN Butanamide, 2- [ (3, 4-dicyanophenyl) (2, 2, 2-trif luoroethyl) amino] - (CA INDEX 
NAME) 




RN 864285-61-0 HCAPLUS 

CN Butanamide, 2- [( 3 , 4-dicyanophenyl ) (2, 2, 2-trif luoroethyl) amino] -N-methyl- 
(CA INDEX NAME) 
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RN 864285-63-2 HCAPLUS 

CN Butanamide, 2- [ ( 3 , 4-dicyanophenyl ) (2, 2, 2-trif luoroethyl) amino] -N-ethyl- 
(CA INDEX NAME ) 




RN 864285-71-2 HCAPLUS 

CN Acetamide, 2- [ (cyclopropylmethyl) (3, 4-dicyanophenyl) amino] -N-methyl- (CA 
INDEX NAME) 




RN 864285-73-4 HCAPLUS 

CN Acetamide, 2- [ (cyclopropylmethyl) (3, 4-dicyanophenyl) amino] -N-ethyl- (CA 
INDEX NAME) 
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RN 864285-75-6 HCAPLUS 

CN 1 , 2-Benzenedicarbonitrile, 4- [ (cyanomethyl) (cyclopropylmethyl) amino] - (CA 
INDEX NAME) 




RN 864285-81-4 HCAPLUS 

CN Propanamide, 2- [( cyclopropylmethyl ) (3, 4-dicyanophenyl ) amino] -N-methyl- 
(CA INDEX NAME) 




RN 864285-83-6 HCAPLUS 

CN Propanamide, 2- [ (cyclopropylmethyl) (3, 4-dicyanophenyl) amino] -N-ethyl- (CA 
INDEX NAME) 




RN 864285-89-2 HCAPLUS 

CN Butanamide, 2- [ (cyclopropylmethyl) (3, 4-dicyanophenyl) amino] - (CA INDEX 
NAME) 
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RN 864285-91-6 HCAPLUS 

CN Butanamide, 2- [ (cyclopropylmethyl) (3, 4-dicyanophenyl) amino] -N-methyl- (CA 
INDEX NAME ) 




RN 864285-93-8 HCAPLUS 

CN Butanamide, 2- [ (cyclopropylmethyl) (3, 4-dicyanophenyl) amino] -N-ethyl- (CA 
INDEX NAME) 




IT 864286-08-8P 864286-10-2P 864286-12-4P 
864286-19-1P 864286-21 -5P 864286-23-7P 
864286-27-1P 864286-29-3P 864285--31-7P 
864286-34-0P 864286-36-2P 864286-38-4P 
86 4 286-5 5 - 5 P 864286-6 1 - 3 P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of aniline amino acid derivs. as selective androgen receptor 
modulators ) 
RN 864286-08-8 HCAPLUS 

CN 2-Propenoic acid, 2- [ [ [ 4-cyano-3- ( trif luoromethyl ) phenyl ] ( 2 , 2 , 2- 
trif luoroethyl) amino ] methyl ] -, methyl ester (CA INDEX NAME) 




F 3 C — C H 2 



RN 864286-10-2 HCAPLUS 

CN Propanoic acid, 3- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] -2-methyl- (CA INDEX NAME) 
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CN 




RN 864286-12-4 HCAPLUS 

CN Propanamide, 3- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -2-methyl- (CA INDEX NAME) 




RN 864286-19-1 HCAPLUS 

CN Benzonitrile, 4- [ 2-propen-l-yl (2,2, 2-trif luoro-l-methylethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 864286-21-5 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-oxoethyl ) (2, 2, 2-trif luoro-l-methylethyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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RN 864286-23-7 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoro-1- 
methylethyl) - (CA INDEX NAME) 




RN 864286-27-1 HCAPLUS 

CN Benzonitrile, 4- [ 2-propen-l-yl [1- (trif luoromethyl ) propyl ] amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 864286-29-3 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-oxoethyl ) [ 1- (trif luoromethyl ) propyl ] amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 864286-31-7 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- [1- 
(trifluoromethyl)propyl] - (CA INDEX NAME) 
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CN 




RN 864286-34-0 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (3,3, 3-trif luoropropyl ) - 
(CA INDEX NAME) 




RN 864286-36-2 HCAPLUS 

CN Alanine, N- [4-cyano-3- (trif luoromethyl) phenyl] -N- (3,3, 3-trif luoropropyl ) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 864286-38-4 HCAPLUS 

CN Alanine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (3,3, 3-trif luoropropyl ) - 
(CA INDEX NAME) 
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RN 864286-55-5 HCAPLUS 

CN Butanoic acid, 2- [ ( 3-chloro-4-cyanophenyl ) (2, 2, 2-trif luoroethyl) amino] - 
(CA INDEX NAME) 




RN 864286-61-3 HCAPLUS 

CN Glycine, N- ( 3 , 4-dicyanophenyl ) -N- ( 2 , 2 , 2-trif luoroethyl ) - (CA INDEX NAME) 



en 




H02C— CH2 
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CODEN: JCCHFF; ISSN: 1520-4766 
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algorithms, and rapid parallel synthesis of a 1300 member array based on 
GSK7721, a 4-aminobenzonitrile androgen receptor (AR) antagonist identified 
focused screening of the GSK compound collection. The array yielded 352 
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reporter gene functional assay. The rapid synthesis of a large number of 
active compds . provided valuable information in the optimization of AR 
modulators, which may be useful in treating androgen deficiency in aging 
males . 

IT 821776-43-6P 821776-44-7P 821776-58-3P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(Design and Synthesis of an Array of Selective Androgen Receptor 
Modulators ) 
RN 821776-43-6 HCAPLUS 

CN Benzonitrile, 4- [ (cyclopropylmethyl)propylamino] -2- (trif luoromethyl) - (CA 
INDEX NAME) 



CF3 




RN 821776-44-7 HCAPLUS 

CN Benzonitrile, 4- [ (cyclopropylmethyl)propylamino] -2-nitro- (CA INDEX NAME) 



N02 




RN 821776-58-3 HCAPLUS 

CN Benzonitrile, 2-chloro-4- [ (cyclopropylmethyl) propylamino] - (CA INDEX 
NAME) 



ci 




RN 927693-16-1 HCAPLUS 

CN Benzonitrile, 2-chloro-4- [ ( 1 , 3-dioxolan-2-ylmethyl ) methylamino] - (CA 
INDEX NAME) 
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Me 



ci 



:h2— n — 0. 




CM 



RN 927693-77-4 HCAPLUS 

CN Benzonitrile, 4- [ ( 1 , 3-dioxolan-2-ylmethyl ) methylamino] -2-nitro- (CA INDEX 
NAME ) 



Me 



N02 



CH2— A 0. 




CN 



RN 927699-39-6 HCAPLUS 

CN Benzonitrile, 4- [( 1 , 3-dioxolan-2-ylmethyl ) methylamino] - (CA INDEX NAME) 



— cH2_i_ c^r' 



CN 
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146:62449 
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Turnbull, Philip Stewart; Cadilla, 

Stewart, Eugene Lee; Stetson, Katherine 
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AB This invention relates to non-steroidal compds . of formula I that are 

modulators of androgen, glucocorticoid, mineralocorticoid, and progesterone 
receptors, and also to the methods for the making and use of such compds. 
Compds. of formula I wherein Rl is CN, N02 and halo; n is 0, 1, and 2; each R3 
is independently CN, N02, halo, (halo)alkyl, alkenyl, alkynyl, OH, 
(halo) alkoxy, and aryl; R3 is (Rx)aR7; Rx is (un) substituted Cl-4 alkylene; a 
is 0 and 1; R7 is H, (halo)alkyl, cycloalkyl, alkenyl, alkynyl, CN; R4 and R5 
are independently H, (halo)alkyl, and cycloalkyl; R6 is (un) substituted aryl 
and (un) substituted heterocyclyl ; and their pharmaceutically acceptable salts, 
and solvates thereof are claimed. Example compound II was prepared by 
substitution of 4-fluoro-2- trif luoromethylbenzonitrile with (R) - (+) -1- (2- 
naphthyl ) ethylamine ; the resulting 4- [ [ (1R) -1- (2-naphthyl) ethyl] amino] -2- 
trif luoromethylbenzonitrile underwent N-alkylation with cyclopropanemethyl 
bromide to give compound II. All the invention compds. were evaluated for 
their androgen, glucocorticoid, mineralocorticoid, and progesterone receptor 
modulatory activity. From the assay, it was determined that some of the 
compds. exhibited pIC50 values of > 5.0. 

IT 916807-89-1P 916808-25-8P 916808-26-9P 
9 16 8 08- 52 -IP 916808-53-2P 916808-58-7P 

916 8 09 - 3 8 - 6 P 916809-8 3 - 1 P 



6809-89- 

916809-99-9P 916810-00-9P 916810-05- 
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RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(drug candidate and intermediate; preparation of nonsteroidal tertiary 
arylamines as modulators of androgen, glucocorticoid, mineralocorticoid 
and progesterone receptors useful in therapy) 
RN 916807-89-1 HCAPLUS 

CN Benzonitrile, 4- [ [ (3-bromophenyl)methyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 916808-25-8 HCAPLUS 

CN 2-Furancarboxylic acid, 5- [[[ 4-cyano-3- (tr if luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino ] methyl ] -, ethyl ester (CA INDEX NAME) 




RN 916808-26-9 HCAPLUS 

CN 2-Furancarboxamide, 5- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino ] methyl ] - (CA INDEX NAME) 




RN 916808-52-1 HCAPLUS 

CN 3-Furancarboxylic acid, 2- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] methyl ] -, methyl ester (CA INDEX NAME) 
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RN 916808-53-2 HCAPLUS 

CN 3-Furancarboxamide, 2- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] methyl ] - (CA INDEX NAME) 




RN 916808-58-7 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 5-chloro-2-thienyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-60-1 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 5-bromo-2-thienyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 916808-67-8 HCAPLUS 

CN lH-Imidazole-l-carboxylic acid, 4- [ [ [ 4-cyano-3- 

( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] methyl ] -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 
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CF3 



F3C— CH2 
,_l_Jl 



CH2- 




CN 



t-BuO-/ 



RN 916808-71-4 HCAPLUS 

CN Benzonitrile, 4- [ [ [4- (hydroxymethyl ) -2-oxazolyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



HO_ CH2 



CF 3 



F 3 C — CH2 
-CH2 — 1 C 




CN 



RN 916809-17-1 HCAPLUS 

CN Carbamic acid, N- [ [3- [ [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl ) amino ] methyl ] -1 , 2 , 4-oxadiazol-5-yl ] methyl ] -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 916809-19-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( aminomethyl ) -1 , 2, 4-oxadiazol-3-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916809-37-5 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 3- [3- [ [ [4-cyano-3- 
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( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] methyl ] -1 , 2 , 4- 
oxadiazol-5-yl] -, 1 , 1-dimethylethyl ester (CA INDEX NAME ) 




916809-38-6 HCAPLUS 

Benzonitrile, 4- [ [ [5- ( 3-piperidinyl ) -1 , 2 , 4-oxadiazol-3-yl ] methyl ] (2,2, 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




916809-83-1 HCAPLUS 

Benzonitrile, 4- [ [ [5- ( 5-bromo-3-pyridinyl ) -1,3, 4-oxadiazol-2- 
yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 




916809-89-7 HCAPLUS 

Benzonitrile, 4- [ [ [ 5- ( 4-f luorophenyl ) -1 , 3 , 4-oxadiazol-2-yl ] methyl ] ( 2 , 2 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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CF3 




RN 916809-99-9 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 4-nitrophenyl) -1, 3, 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF3 




RN 916810-00-9 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 4-aminophenyl ) -1 , 3, 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




RN 916810-05-4 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- [4- (methylthio)phenyl] -1,3, 4-oxadiazol-2- 

yljmethyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 
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CF3 




RN 916810-24-7 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4 , 5-dihydro-5-oxo-l , 3 , 4-oxadiazol-2-yl ) methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF3 




RN 916810-35-0 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 4-f luorophenyl) -4- (phenylmethyl ) -4H-1, 2, 4-triazol-3- 
yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses ) 
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(drug candidate; preparation of nonsteroidal tertiary arylamines as 
modulators of androgen, glucocorticoid, mineralocorticoid and 
progesterone receptors useful in therapy) 
RN 916807-39-1 HCAPLUS 

CN Benzonitrile, 4- [ ( cyclopropylmethyl ) [ (1R) -1- ( 2-naphthalenyl ) ethyl] amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 916807-59-5 HCAPLUS 

CN Benzonitrile, 4- [ ( 1-cyclopropylethyl ) (phenylmethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 



Me 



CH 2 — Ph 
Z^CH-N LI 




CN 



RN 916807-71-1 HCAPLUS 

CN Benzonitrile, 4- [ (phenylmethyl ) (2, 2, 2-trif luoroethyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



en 




RN 916807-75-5 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 2 -methylphenyl) methyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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RN 916807-78-8 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [ [2- (trif luoromethyl ) phenyl ] methyl ] 
amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 F 3 C — CH2 




CF3 



:H2— i < 




CN 



RN 916807-81-3 HCAPLUS 

CN Benzonitrile, 4- [ [ (2-f luorophenyl) methyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 



F3C— CH2 
:H2 — N [[ 




CN 



RN 916807-83-5 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3-methylphenyl ) methyl ] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 916807-86-8 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [ [3- (trif luoromethyl ) phenyl ] methyl ] 
amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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RN 916807-87-9 HCAPLUS 

CN Benzonitrile, 4- [ [ (3-f luorophenyl) methyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



F CF 3 

F 3 C — CH2 -J- - CN 




D — ch?— 1 — G 




RN 916807-88-0 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3-chlorophenyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CI CF 3 

F 3 C — CH2 ^ CN 
j] CH2 — 1 tl 




RN 916807-90-4 HCAPLUS 

CN Benzonitrile, 4- [ ( [ 1 , 1 ' -biphenyl ] -3-ylmethyl ) ( 2 , 2 , 2-trif luoroethyl ) amino] ■ 
2- (trif luoromethyl) - (CA INDEX NAME) 



Ph 

ctx. 



CF 3 




F 3 C — CH2 



CH2 



RN 916807-91-5 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3 -methoxyphenyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



OMe 



CF 3 



F 3 C-CH 2 , 
JJ CH2 — N 1! 




CN 
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RN 916807-92-6 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [ [3- (trif luoromethoxy ) phenyl] methyl 
] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916807-93-7 HCAPLUS 

CN Benzonitrile, 4- [[ [3- ( 4-f luorophenoxy ) phenyl ] methyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916807-95-9 HCAPLUS 

CN Benzonitrile, 4- [[[ 3- ( 2-f luorophenoxy ) phenyl ] methyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



C F 3 




RN 916807-96-0 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [[ 3- [ (trif luoromethyl ) thio] phenyl ] m 
ethyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916807-97-1 HCAPLUS 

CN Benzonitrile, 4- [ [ (3-cyanophenyl)methyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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CN 



CF 3 




RN 916807-98-2 HCAPLUS 

CN Benzoic acid, 3- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] methyl] -, methyl ester (CA INDEX NAME) 



MeO_C- 



CF3 



F3C— CH2 

-LJ 



CH2- 




CN 



RN 916807-99-3 HCAPLUS 

CN Benzamide, 3- [ [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] methyl ] - (CA INDEX NAME) 



H2N—0 



CF3 



F3C— CH2 
CH2 — N Li 




CN 



RN 916808-00-9 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3-nitrophenyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 916808-01-0 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4-methylphenyl ) methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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CF3 




RN 916808-02-1 HCAPLUS 

CN Benzonitrile, 4- [ [ [4- (1, 1-dimethylethyl ) phenyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



C F 3 




RN 916808-03-2 HCAPLUS 

CN Benzonitrile, 4- [ ( 2 , 2 , 2 -trif luoroethyl ) [ [ 4- (trif luoromethyl ) phenyl ] methyl ] 
amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916808-04-3 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4-f luorophenyl ) methyl ] ( 2 , 2 , 2-tr if luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916808-05-4 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4-methoxyphenyl ) methyl ] ( 2 , 2 , 2-tr if luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 
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RN 916808-06-5 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [ [4- (trif luoromethoxy ) phenyl] methyl 
] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916808-07-6 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 4- (methylsulf onyl ) phenyl ] methyl ] ( 2 , 2 , 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-08-7 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4-cyanophenyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916808-09-8 HCAPLUS 

CN Benzoic acid, 4- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] methyl ] -, methyl ester (CA INDEX NAME) 




RN 916808-10-1 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4-nitrophenyl ) methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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CF3 




RN 916808-11-2 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3 , 5-dimethylphenyl ) methyl ] ( 2 , 2 , 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 Me 




RN 916808-12-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 3 , 5 -bis (trif luoromethyl ) phenyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-13-4 HCAPLUS 

CN Benzonitrile, 4- [ [ (3, 5-dimethoxyphenyl) methyl] (2,2, 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 OMe 




RN 916808-14-5 HCAPLUS 

CN Benzonitrile, 4- [ [ (3, 5-dichlorophenyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 CI 




Page 75 of 318 



Serial No.: 10/598,508 



RN 916808-15-6 HCAPLUS 

CN Benzonitrile, 4- [ [ (3, 5-dif luorophenyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 F 




RN 916808-16-7 HCAPLUS 

CN Benzonitrile, 4- [ [ (2, 6-dif luorophenyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-17-8 HCAPLUS 

CN Benzonitrile, 4- [ [ (2, 4-dif luorophenyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-18-9 HCAPLUS 

CN Benzonitrile, 4- [ [ (3, 4-dif luorophenyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 F 
C \^J\ CH2-CF3 

Xj-k-cH 2 _Qr 



RN 916808-19-0 HCAPLUS 

CN Benzonitrile, 4- [ [ (2, 3-dif luorophenyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 
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tF 3 



RN 916808-20-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [3-fluoro-4- ( trif luoromethyl ) phenyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



F 




RN 916808-21-4 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-naphthalenylmethyl ) (2, 2, 2-trif luoroethyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 916808-22-5 HCAPLUS 

CN Benzonitrile, 4- [ ( 1 -phenyl ethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



Cll 




RN 916808-23-6 HCAPLUS 

CN Benzonitrile, 4- [ ( 3-f uranylmethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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RN 916808-24-7 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-f uranylmethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 916808-27-0 HCAPLUS 

CN 2-Furancarbonitrile, 5- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] methyl ] - (CA INDEX NAME) 




RN 916808-28-1 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 5-methyl-2-f uranyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916808-29-2 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [ [5- (trif luoromethyl) -2- 
furanyl] methyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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RN 916808-30-5 HCAPLUS 

CN 2-Furanacetonitrile, 5- [ [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] methyl ] - (CA INDEX NAME) 



CF3 




RN 916808-31-6 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (methoxymethyl) -2-furanyl]methyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-32-7 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- [ ( 2 , 2 , 2-trif luoroethoxy ) methyl ] -2- 

f uranyl ] methyl ] (2,2, 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA 
INDEX NAME) 



F 3 C — 




RN 916808-33-8 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- [ (methylthio) methyl] -2-f uranyl ] methyl ] (2, 2, 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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C F 3 




RN 916808-34-9 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- [ (dimethylamino) methyl ] -2-f uranyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916808-35-0 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( lH-imidazol-l-ylmethyl ) -2-f uranyl] methyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-36-1 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (1H-1, 2, 4-tr iazol-l-ylmethyl ) -2-f uranyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl ) - (CA INDEX NAME) 



CF3 




RN 916808-37-2 HCAPLUS 

CN 2-Furanpropanenitrile, 5- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] methyl] - (CA INDEX NAME) 




Page 80 of 318 



Serial No.: 10/598,508 



RN 916808-38-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 3 , 5-dif luorophenyl ) -2-f uranyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 




RN 916808-39-4 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 5-phenyl-2-f uranyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-40-7 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 4-f luorophenyl ) -2-f uranyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-41-8 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (3, 4-dif luorophenyl ) -2-f uranyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



F CF 3 




RN 916808-42-9 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (2, 4-dif luorophenyl ) -2-f uranyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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RN 916808-43-0 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [ [5- [ 4- ( trif luoromethoxy ) phenyl ] -2- 
furanyl] methyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 




RN 916808-44-1 HCAPLUS 

CN Acetamide, N- [4- [5- [ [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino ] methyl ] -2-furanyl ] phenyl ] - (CA INDEX NAME) 




RN 916808-45-2 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 4-cyanophenyl ) -2-furanyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-46-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- [4- (methylsulf onyl ) phenyl ] -2-furanyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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RN 916808-47-4 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 3-cyanophenyl ) -2-furanyl]methyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 




RN 916808-48-5 HCAPLUS 

CN 2-Thiophenecarbonitrile, 5- [ 5- [ [ [ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trifluoroethyl)amino]methyl]-2-furanyl]- (CA INDEX NAME) 




RN 916808-49-6 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 5-pyrimidinyl ) -2-fur any 1 ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-50-9 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 3 , 5-dimethyl-4-isoxazolyl ) -2-f uranyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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RN 916808-51-0 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 4- ( 4-cyanophenyl ) -2-f uranyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF3 




RN 916808-54-3 HCAPLUS 

CN 3-Furancarbonitrile, 2- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] methyl ] - (CA INDEX NAME) 




RN 916808-55-4 HCAPLUS 

CN Benzonitrile, 4- [ [ [3- (hydroxymethyl ) -2-f uranyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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RN 916808-56-5 HCAPLUS 

CN Benzonitrile, 4- [[( 3-methyl-2-f uranyl ) methyl ] ( 2 , 2 , 2-trif luoroethyl ) amino] ■ 
2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 



F 3 C — C H 2 





CN 



RN 916808-57-6 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-benzof uranylmethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 916808-59-8 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-thienylmethyl ) (2, 2, 2-trif luoroethyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



F 3 C — CH2 
O^CH 2 -N_ll 



CF 3 




CX 



RN 916808-61-2 HCAPLUS 

CN 2-Thiophenecarbonitrile, 5- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] methyl ] - (CA INDEX NAME ) 



NC. 



CF 3 




cx 



RN 916808-62-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 4-f luorophenyl) -2-thienyl] methyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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CF 3 




RN 916808-63-4 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 4-cyanophenyl ) -2-thienyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF 3 




RN 916808-64-5 HCAPLUS 

CN Benzonitrile, 4- [ ( 3-thienylmethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 916808-65-6 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 5-chlorobenzo [b] thien-3-yl ) methyl ] ( 2 , 2 , 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



RN 916808-66-7 HCAPLUS 

CN Benzonitrile, 4- [ ( lH-imidazol-2-ylmethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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RN 916808-68-9 HCAPLUS 

CN Benzonitrile, 4- [ ( lH-imidazol-5-ylmethyl ) ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF3 



F 3 C — CH2 




CH 



RN 916808-69-0 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-oxazolylmethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 



F3C — CH2 
re?— N 0 



.CN 



RN 916808-70-3 HCAPLUS 

CN Benzonitrile, 4- [ ( 4-oxazolylmethyl ) ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF3 



F 3 C — CH2 



in 




CN 



RN 916808-72-5 HCAPLUS 

CN 4-Oxazolecarbonitrile, 2- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trifluoroethyl)amino]methyl]- (CA INDEX NAME) 
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CF3 




RN 916808-73-6 HCAPLUS 

CN 5-Oxazolecarbonitrile, 2- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] methyl ] - (CA INDEX NAME) 



CF3 




RN 916808-74-7 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- [ (phenylmethoxy) methyl ] -2-oxazolyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




RN 916808-75-8 HCAPLUS 

CN Benzonitrile, 4- [ [ [2- ( 4-f luorophenyl) -4-oxazolyl] methyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916808-76-9 HCAPLUS 

CN Benzonitrile, 4- [[( 4-phenyl-2-oxazolyl ) methyl ] ( 2 , 2 , 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 
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CF3 




RN 916808-77-0 HCAPLUS 

CN 2-Oxazolecarbonitrile, 5- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] methyl ] - (CA INDEX NAME) 



N 

CH2 

il_CH2— CF3 




RN 916808-78-1 HCAPLUS 

CN Benzonitrile, 4- [ [ [2- ( 4-f luorophenyl) -5-oxazolyl] methyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-79-2 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 4-f luorophenyl ) -2-oxazolyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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CF3 




RN 916808-80-5 HCAPLUS 

CN Benzonitrile, 4- [ ( 5-oxazolylmethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 916808-81-6 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3 , 5-dimethyl-4-isoxazolyl ) methyl ] ( 2 , 2 , 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916808-82-7 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 5-methyl-3-isoxazolyl ) methyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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RN 916808-83-8 HCAPLUS 

CN Benzonitrile, 4- [ ( 5-isoxazolylmethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 916808-84-9 HCAPLUS 

CN Benzonitrile, 4- [ ( cyclopropylmethyl ) ( 4-thiazolylmethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 916808-85-0 HCAPLUS 

CN Benzonitrile, 4- [ ( 4-thiazolylmethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF3 



F 3 C — CH2 

:H2— n L' 



tJr' 




CN 



RN 916808-86-1 HCAPLUS 
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CN Benzonitrile, 4- [ [ ( 2-methyl-4-thiazolyl ) methyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF3 



Me. 




CN 



RN 916808-87-2 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 2-phenyl-4-thiazolyl ) methyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



C F 3 




CN 



RN 916808-88-3 HCAPLUS 

CN Benzonitrile, 4- [ ( 2 , 2 , 2 -trif luoroethyl ) [ [ 2- [ 4- (trif luoromethyl ) phenyl ] -4- 
thiazolyl]methyl]amino]-2-(trifluoromethyl)- (CA INDEX NAME) 



F3C. 



C F 3 




CN 



RN 916808-89-4 HCAPLUS 

CN Benzonitrile, 4- [ [ [2- (2-thienyl) -4-thiazolyl] methyl] (2, 2, 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



NC. 




RN 916808-90-7 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-benzothiazolylmethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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C F 3 



F 3 C — CH2 




CN 



RN 916808-91-8 HCAPLUS 

CN Benzonitrile, 4- [ ( 5-thiazolylmethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



F3C 




2-CF 3 



RN 916808-92-9 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-thiazolylmethyl ) (2, 2, 2-trif luoroethyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF3 



F 3 C — CH2 

;h9— N U 




RN 916808-93-0 HCAPLUS 

CN Benzonitrile, 4- [ [1- ( 2-thiazolyl ) ethyl ] (2,2, 2-trif luoroethyl ) amino] ■ 
(trif luoromethyl) - (CA INDEX NAME) 
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IN 



Me CH2 — CF3 
CH— |j R 



CF3 




CN 



RN 916808-94-1 HCAPLUS 

CN Benzonitrile, 2-chloro-4- [ ( 4-thiazolylmethyl ) ( 2 , 2 , 2-trif luoroethyl ) amino] ■ 
(CA INDEX NAME) 



IN 

o- 



ci 



F 3 C — CH2 
CH2— 1 0. 




CN 



RN 916808-95-2 HCAPLUS 

CN 1 , 2-Benzenedicarbonitrile, 4- [ (cyclopropylmethyl) ( 4-thiazolylmethyl ) amino] 
(CA INDEX NAME) 




C1I 



RN 916808-96-3 HCAPLUS 

CN 1, 2-Benzenedicarbonitrile, 4- [( 4-thiazolylmethyl )( 2 , 2 , 2- 
trif luoroethyl) amino] - (CA INDEX NAME) 



CN 




RN 916808-97-4 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 1 , 1-dimethylethyl ) -1 , 2 , 4-oxadiazol-3- 
yl ] methyl ] (2,2, 2-trif luoroethyl ) amino] -2- ( trif luoromethyl ) - 



(CA INDEX 
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t-Bu 



CF3 




CN 



RN 916808-98-5 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 5-phenyl-l , 2 , 4-oxadiazol-3-yl ) methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 



F3C— CH2 
CH2 — N Q 




CN 



RN 916808-99-6 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 2-methoxyphenyl ) -1 , 2 , 4-oxadiazol-3-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 



OMe 




Vr 




CN 



RN 916809-00-2 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl ) [ [5- [3- ( trif luoromethyl ) phenyl ] - 
1, 2, 4-oxadiazol-3-yl]methyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




CF3 



F 3 C — CH2 
CH2— N U 




CN 



RN 916809-01-3 HCAPLUS 

CN 1-Piperidinesulf onamide, 4- [3- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
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trif luoroethyl) amino] methyl] -1, 2, 4-oxadiazol-5-yl ] - (CA INDEX NAME ) 



H2N 




CN 



RN 916809-02-4 HCAPLUS 

CN Benzonitrile, 4- [ ( 1 , 2 , 4-oxadiazol-3-ylmethyl ) ( 2 , 2 , 2-trif luoroethyl ) amino] 
2- (trif luoromethyl) - (CA INDEX NAME) 




CF3 



F3C— CH2 
CH2— N ft 




CN 



RN 916809-03-5 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 1-methylethyl ) -1 , 2, 4-oxadiazol-3-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



i-Pr 



CF3 




CN 



RN 916809-04-6 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 5-methyl-l , 2 , 4-oxadiazol-3-yl ) methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



Me 



CF3 




CN 



RN 916809-05-7 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 1-methylpropyl ) -1 , 2, 4-oxadiazol-3-yl ] methyl ] (2,2,2- 
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trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF3 




Me 



RN 916809-06-8 HCAPLUS 

CN Benzonitrile, 4- [( 2 , 2 , 2 -trif luoroethyl ) [ [5- (trif luoromethyl) -1, 2, 4- 
oxadiazol-3-yl]methyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916809-07-9 HCAPLUS 

CN Benzonitrile, 4- [ [ (2, 5-dihydro-5-oxo-l , 2, 4-oxadiazol-3-yl ) methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




RN 916809-08-0 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 4-f luorophenyl ) -1 , 2 , 4-oxadiazol-3-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 
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RN 916809-09-1 HCAPLUS 

CN Benzonitrile, 4- [ ( 2 , 2 , 2-trif luoroethyl ) [[ 5- [ 4- (trif luoromethoxy ) phenyl ] - 
1, 2, 4-oxadiazol-3-yl] methyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




RN 916809-10-4 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [[ 5- [ 4- (trif luoromethyl ) phenyl ] - 
1, 2, 4-oxadiazol-3-yl]methyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




RN 916809-11-5 HCAPLUS 

CN Benzonitrile, 4- [ ( 2 , 2 , 2-trif luoroethyl ) [ [ 5- [ 3- (trif luoromethoxy ) phenyl ] - 
1, 2, 4-oxadiazol-3-yl] methyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




RN 916809-12-6 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 5-isoxazolyl ) -1,2, 4-oxadiazol-3-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




RN 916809-13-7 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 2-thienyl ) -1 , 2, 4-oxadiazol-3-yl ] methyl ] (2,2,2- 
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trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF3 




RN 916809-15-9 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (3, 5-dimethyl-4-isoxazolyl ) -1,2, 4-oxadiazol-3- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF 3 




RN 916809-20-6 HCAPLUS 

CN Acetamide, N- [ [3- [ [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 

trif luoroethyl) amino] methyl] -1, 2, 4-oxadiazol-5-yl ] methyl ] - (CA INDEX 
NAME) 



AcNH. 




RN 916809-21-7 HCAPLUS 

CN Methane sulfonamide, N- [ [3- [ [ [ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] methyl ] -1,2, 4-oxadiazol-5-yl ] methyl ] - (CA INDEX 
NAME) 



CF 3 




n 
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RN 916809-22-8 HCAPLUS 

CN Urea, N- [ [3- [ [ [ 4-cyano-3- ( trif luoromethyl ) phenyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] methyl] -1, 2, 4-oxadiazol-5-yl ] methyl ] - (CA INDEX 
NAME ) 




RN 916809-23-9 HCAPLUS 

CN Urea, N- ( aminocarbonyl ) -N ' - [ [ 3- [ [ [ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl ) amino ] methyl ] -1,2, 4-oxadiazol-5-yl ] methyl ] - (CA INDEX 
NAME) 




RN 916809-24-0 HCAPLUS 

CN Carbamic acid, N- [ 2- [ 3- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl ) amino ] methyl ] -1 , 2 , 4-oxadiazol-5-yl ] ethyl ] -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 916809-25-1 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 2-aminoethyl ) -1 , 2 , 4-oxadiazol-3-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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CF3 




RN 916809-26-2 HCAPLUS 

CN Acetamide, N- [2- [3- [ [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 

trif luoroethyl) amino] methyl ] -1, 2, 4-oxadiazol-5-yl ] ethyl] - (CA INDEX NAME) 




RN 916809-27-3 HCAPLUS 

CN Methanesulfonamide, N- [2- [3- [ [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 

trifluoroethyl)amino]methyl]-l,2,4-oxadiazol-5-yl]ethyl]- (CA INDEX NAME) 




RN 916809-28-4 HCAPLUS 

CN Urea, N- [ 2- [3- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 

trif luoroethyl) amino] methyl ] -1, 2, 4-oxadiazol-5-yl ] ethyl] - (CA INDEX NAME) 




RN 916809-29-5 HCAPLUS 

CN Urea, N- ( aminocarbonyl ) -N ' - [ 2- [3- [ [ [ 4-cyano-3- 
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( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] methyl ] -1 , 2 , 4- 
oxadiazol-5-yl] ethyl] - (CA INDEX NAME) 

CF3 




RN 916809-30-8 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( l-acetyl-4-piperidinyl ) -1 , 2 , 4-oxadiazol-3- 

yljmethyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 




RN 916809-31-9 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- [1- ( 5-isoxazolylcarbonyl ) -4-piperidinyl ] -1,2,4- 

oxadiazol-3-yl ] methyl ] (2,2, 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - 
(CA INDEX NAME) 




RN 916809-32-0 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ 3- [ [ [ 4-cyano-3- 

( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] methyl ] -1 , 2 , 4- 
oxadiazol-5-yl] -, methyl ester (CA INDEX NAME) 
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RN 916809-33-1 HCAPLUS 

CN 1-Piperidinecarboxamide, 4- [3- [ [ [ 4-cyano-3- ( trif luoromethyl ) phenyl ] (2,2 
trif luoroethyl) amino] methyl] -1, 2, 4-oxadiazol-5-yl ] - (CA INDEX NAME) 




RN 916809-34-2 HCAPLUS 

CN 1-Piperidinecarboxamide, 4- [ 3- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2 
trif luoroethyl) amino] methyl ] -1, 2, 4-oxadiazol-5-yl ] -N-methyl- (CA INDEX 
NAME) 




RN 916809-35-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- [1- (methylsulf onyl ) -4-piperidinyl ] -1,2, 4-oxadiazol 
yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 




RN 916809-36-4 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 1 -methyl- 4-piperidinyl ) -1 , 2 , 4-oxadiazol-3- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 
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RN 916809-39-7 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 1 -acetyl -3 -piper idinyl ) -1 , 2 , 4-oxadiazol-3- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 




RN 916809-40-0 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 3- [3- [ [ [ 4-cyano-3- 

( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] methyl ] -1 , 2 , 4- 
oxadiazol-5-yl] -, methyl ester (CA INDEX NAME) 




RN 916809-41-1 HCAPLUS 

CN 1-Piperidinecarboxamide, 3- [ 3- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino ] methyl ] -1, 2, 4-oxadiazol-5-yl ] - (CA INDEX NAME) 



CF 3 




RN 916809-42-2 HCAPLUS 

CN 1-Piperidinecarboxamide, 3- [3- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] methyl ] -1, 2, 4-oxadiazol-5-yl ] -N-methyl- (CA INDEX 
NAME) 
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CF3 




RN 916809-43-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- [1- (methylsulf onyl ) -3-piperidinyl ] -1,2, 4-oxadiazol-3- 
yl]methyl] (2, 2, 2-trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX 
NAME) 



CF 3 




RN 916809-44-4 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 5-benzoyl-l , 2, 4-oxadiazol-3-yl ) methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




n 



RN 916809-46-6 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 2-f uranylcarbonyl ) -1 , 2 , 4-oxadiazol-3- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 

O F 3 C — C 



RN 916809-50-2 HCAPLUS 
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CN Benzonitrile, 4- [ [ [5- ( 2-pyridinyl ) -1 , 2 , 4-oxadiazol-3-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF3 




RN 916809-51-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( cyclopropylmethyl ) -1 , 2 , 4-oxadiazol-3- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 




RN 916809-53-5 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl ) [ [5- (2, 2, 2-trif luoroethyl ) -1 , 2, 4- 
oxadiazol-3-yl] methyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916809-54-6 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- [ (dimethylamino) methyl] -1,2, 4-oxadiazol-3- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



Me 2N- 
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RN 916809-57-9 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [ [5- [6- (trif luoromethyl) -3- 

pyridinyl] -1,2, 4-oxadiazol-3-yl] methyl] amino] -2- (trif luoromethyl ) - (CA 
INDEX NAME ) 



CF3 




RN 916809-60-4 HCAPLUS 

CN Benzonitrile, 4- [ [ [3- ( 4-f luorophenyl ) -1 , 2 , 4-oxadiazol-5-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916809-63-7 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 3- ( 2-pyridinyl ) -1 , 2, 4-oxadiazol-5-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916809-65-9 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3 -phenyl- 1 , 2 , 4-oxadiazol-5-yl ) methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 
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916809-68-2 HCAPLUS 

Benzonitrile, 4- [ ( 2 , 2 , 2-trif luoroethyl ) [ [3- [ 4- ( trif luoromethyl ) phenyl ] - 
1, 2, 4-oxadiazol-5-yl] methyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF 3 




916809-71-7 HCAPLUS 

Benzonitrile, 4- [ ( 2 , 2 , 2-trif luoroethyl ) [ [3- [ 4- ( tr if luoromethoxy ) phenyl ] - 
1, 2, 4-oxadiazol-5-yl]methyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




916809-72-8 HCAPLUS 

Benzonitrile, 4- [ [ [3- [ 4- ( 1 , 1-dimethylethyl ) phenyl ] -1 , 2 , 4-oxadiazol-5- 
yl]methyl] (2, 2, 2-trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX 
NAME) 



CF 3 




916809-73-9 HCAPLUS 

Benzonitrile, 4- [ ( 2 , 2 , 2-trif luoroethyl ) [ [3- [ 3- (trif luoromethyl ) phenyl ] - 
1, 2, 4-oxadiazol-5-yl]methyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



F3 CF3 




916809-74-0 HCAPLUS 



Page 108 of 318 



Serial No.: 10/598,508 

CN Benzonitrile, 4- [ [ [3- ( 3-pyridinyl ) -1 , 2 , 4-oxadiazol-5-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF3 




RN 916809-75-1 HCAPLUS 

CN Benzonitrile, 4- [ [ [3- [3, 5-bis (trif luoromethyl ) phenyl ] -1,2, 4-oxadiazol-5- 
yl]methyl] (2, 2, 2-trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX 
NAME) 



CF3 CF3 




RN 916809-76-2 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 3- ( 3-nitrophenyl ) -1 , 2, 4-oxadiazol-5-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



N02 CF3 




RN 916809-77-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [3- [ [ ( 4-f luorophenyl ) sulf onyl ] methyl ] -1 , 2 , 4-oxadiazol-5- 
yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 




RN 916809-78-4 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [ [3- [6- (trif luoromethyl) -3- 

pyridinyl] -1,2, 4-oxadiazol-5-yl]methyl] amino] -2- (trif luoromethyl ) - (CA 
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CF3 




RN 916809-79-5 HCAPLUS 

CN Benzonitrile, 4- [ [ [3- (2, 4-dichlorophenyl) -1, 2, 4-oxadiazol-5- 

yljmethyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF 3 




RN 916809-80-8 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 3- ( 2 , 3-dichlorophenyl ) -1 , 2 , 4-oxadiazol-5- 

yl]methyl] (2, 2, 2-trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX 
NAME) 



C F 3 




RN 916809-81-9 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 4-methylphenyl ) -1 , 3, 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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RN 916809-82-0 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 2-pyridinyl ) -1 , 3 , 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 




RN 916809-84-2 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 2-chloro-4-pyridinyl ) -1,3, 4-oxadiazol-2- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 




RN 916809-85-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 6-chloro-3-pyridinyl ) -1,3, 4-oxadiazol-2- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 




RN 916809-86-4 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [ [5- [6- (trif luoromethyl) -3- 
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pyridinyl] -1,3, 4-oxadiazol-2-yl] methyl] amino] -2- (trif luoromethyl ) - (CA 
INDEX NAME ) 

CF3 




RN 916809-87-5 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 6-chloro-2-pyridinyl ) -1,3, 4-oxadiazol-2- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 




cr 



RN 916809-88-6 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 6-f luoro-2-pyridinyl ) -1,3, 4-oxadiazol-2- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 




RN 916809-90-0 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (3-methylphenyl) -1, 3, 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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CF3 




RN 916809-91-1 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 3-pyridinyl ) -1 , 3 , 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 




RN 916809-92-2 HCAPLUS 

CN Benzonitrile, 4- [ [ (5-phenyl-l, 3, 4-oxadiazol-2-yl ) methyl ] (2, 2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916809-93-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 2-f uranyl ) -1 , 3, 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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916809-94-4 HCAPLUS 

Benzonitrile, 4- [ [ [5- ( 3 -fur any 1 ) -1 , 3 , 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 




916809-95-5 HCAPLUS 

Benzonitrile, 4- [ [ [5- ( 4-pyridinyl ) -1,3, 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




CN 



916809-96-6 HCAPLUS 

Benzonitrile, 4- [ [ [5- [4- (dimethylamino) phenyl] -1,3, 4-oxadiazol-2- 
yljmethyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 
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CF3 




RN 916809-97-7 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 1 , 3-benzodioxol-5-yl ) -1 , 3 , 4-oxadiazol-2- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 




RN 916809-98-8 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 3-thienyl) -1, 3, 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916810-01-0 HCAPLUS 

CN Acetamide, N- [4- [5- [ [ [ 4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] methyl] -1, 3, 4-oxadiazol-2-yl ] phenyl ] - (CA INDEX 
NAME) 
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916810-02-1 HCAPLUS 

Benzonitrile, 4- [ [ [5- ( 2-methylphenyl ) -1 , 3 , 4-oxadiazol-2-yl ] methyl ] ( 2 , 2 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




916810-03-2 HCAPLUS 

Benzonitrile, 4- [ [ [5- ( 3-f luorophenyl ) -1 , 3 , 4-oxadiazol-2-yl ] methyl ] ( 2 , 2 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




916810-04-3 HCAPLUS 

Benzonitrile, 4- [ [ [ 5- ( 4-methoxyphenyl ) -1 , 3 , 4-oxadiazol-2-yl ] methyl ] ( 2 , 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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CF3 




RN 916810-06-5 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- [4- (methylsulf inyl ) phenyl ] -1,3, 4-oxadiazol-2- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 




'A 



RN 916810-07-6 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- [4- (methylsulfonyl)phenyl] -1,3, 4-oxadiazol-2- 

yljmethyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 




n 



RN 916810-08-7 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 5-bromo-2-f uranyl ) -1 , 3 , 4-oxadiazol-2- 

yl] methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 
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RN 916810-09-8 HCAPLUS 

CN Benzonitrile, 4- [ ( 2 , 2 , 2-trif luoroethyl ) [ [ 5- [ 4- ( tr if luoromethoxy ) phenyl ] - 
1, 3, 4-oxadiazol-2-yl]methyl] amino] -2- (trif luoromethyl ) - (CA INDEX NAME ) 



CF'3 




RN 916810-10-1 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (3, 4-dif luorophenyl) -1, 3, 4-oxadiazol-2- 

yljmethyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 




RN 916810-11-2 HCAPLUS 

CN Carbamic acid, N- [[ 5- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
tr if luoroethyl ) amino] methyl] -1,3, 4-oxadiazol-2-yl ] methyl ] -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 
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RN 916810-12-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 3 , 5-dif luorophenyl ) -1 , 3 , 4-oxadiazol-2- 

yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF3 




RN 916810-13-4 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 6-bromo-2-pyridinyl ) -1,3, 4-oxadiazol-2- 

yl]methyl] (2, 2, 2-trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX 
NAME) 



CF'3 




RN 916810-14-5 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (2, 4-dif luorophenyl) -1, 3, 4-oxadiazol-2- 

yl]methyl] (2, 2, 2-trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX 
NAME) 
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CF3 




RN 916810-15-6 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [[ 5- [ 2- (trif luoromethyl ) phenyl ] - 
1,3, 4-oxadiazol-2-yl]methyl]amino]-2-(trifluoromethyl)- (CA INDEX NAME) 




RN 916810-16-7 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl ) [ [5- [3- (trif luoromethyl ) phenyl ] - 
1, 3, 4-oxadiazol-2-yl]methyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 916810-17-8 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (2-f luorophenyl) -1, 3, 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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CF3 




RN 916810-18-9 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [[ 5- [ 4- (trif luoromethyl ) phenyl ] - 
1,3, 4-oxadiazol-2-yl]methyl]amino]-2-(trifluoromethyl)- (CA INDEX NAME) 



CF3 




RN 916810-19-0 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 2-chloro-6-methoxy-4-pyridinyl ) -1,3, 4-oxadiazol-2- 
yl] methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 



CF 3 




RN 916810-20-3 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 1 , 3-dimethyl-lH-pyrazol-5-yl ) -1 , 3 , 4-oxadiazol-2- 
yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME) 
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RN 916810-21-4 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (2-pyrazinyl) -1, 3, 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl ) - (CA INDEX NAME ) 




RN 916810-22-5 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 5-pyrimidinyl ) -1 , 3 , 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916810-23-6 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( l-methyl-lH-pyrazol-3-yl ) -1 , 3 , 4-oxadiazol-2- 

yljmethyl] (2, 2, 2-trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX 
NAME) 
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RN 916810-25-8 HCAPLUS 

CN Benzonitrile, 4- [ [ (4, 5-dihydro-4-methyl-5-oxo-l , 3, 4-oxadiazol-2- 

yl)methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA INDEX 
NAME ) 



CF 3 




RN 916810-26-9 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (dimethyl amino) -1,3, 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916810-27-0 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 4-morpholinyl ) -1 , 3 , 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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CF3 




RN 916810-28-1 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 1 -piper idinyl ) -1 , 3 , 4-oxadiazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl ) - (CA INDEX NAME ) 



CF3 




RN 916810-29-2 HCAPLUS 

CN Benzonitrile, 4- [ [ (5-amino-l, 3, 4-oxadiazol-2-yl ) methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916810-30-5 HCAPLUS 

CN Benzonitrile, 2-chloro-4- [ ( cyclopropylmethyl ) [ [ 5- ( 2-pyridinyl ) -1 , 3 , 4- 
oxadiazol-2-yl]methyl] amino] - (CA INDEX NAME) 
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916810-31-6 HCAPLUS 

Benzonitrile, 2-chloro-4- [ [ [5- ( 2-pyridinyl ) -1,3, 4-oxadiazol-2- 
yl]methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] - (CA INDEX NAME ) 




CH2- 



Cl 



F 3 C — C H 2 

-l—Ll 




CN 



916810-32-7 HCAPLUS 

1, 2-Benzenedicarbonitrile, 4- [ ( cyclopropylmethyl ) [ [5- (2-pyridinyl) -1, 3 
oxadiazol-2-yl]methyl] amino] - (CA INDEX NAME) 




916810-33-8 HCAPLUS 

Benzonitrile, 4- [ [ [ 5- ( 2-pyridinyl ) -1H-1 , 2, 4-tr iazol-3-yl ] methyl ] (2,2,2 
trif luoroethyl) amino] -2- (trif luoromethyl ) - (CA INDEX NAME) 




916810-34-9 HCAPLUS 

Benzonitrile, 4- [ [ [3- ( 5-bromo-3-pyridinyl ) -1H-1, 2, 4-triazol-5- 
yl]methyl] (2, 2, 2-trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX 
NAME) 
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Br CF3 



H F 3 C-CH 2 „ 



\.N. 



Me, 



CH2- 




CN 



RN 916810-36-1 HCAPLUS 

CN Benzonitrile, 4- [ [ [3- ( 4-f luorophenyl) -1H-1, 2 , 4-triazol-5-yl] methyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




H F3C-CH2 ^-t^-CN 



^ CH2-1 



RN 916810-37-2 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 2-methyl-2H-tetrazol-5-yl ) methyl ] ( 2 , 2 , 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 

F3C— CH2 ^- CN 



N 

• N — ' ^ CH2 



IT 864283-46-5P 864283-47-6P 864283-48-7P 

864284- 35-5P 864284-74-2P 864284-76-4P 

864285- 03-0P 864285-G5-2P 864285-65-4P 
864285-67-6P 916810-42-9P 926810-43-0P 
916810-44-1P 916810-45-2P 316810-46 --3P 
916810-47-4P 916810- 48-5P 316810-49-6P 
916 810-50-9? 916810 - 5 3 -2P 9168 1 0 - 5 8 - 7 P 
916 810 - 7 2 - 5 P 916 810 - 7 3 - S P 9168 1 0 - 7 4 - 7 P 
916 810 - 7 5 - 8 P 916 810 - 7 6-SP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of nonsteroidal tertiary arylamines as 
modulators 

of androgen, glucocorticoid, mineralocorticoid and progesterone 
receptors useful in therapy) 
RN 864283-46-5 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 
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CN 




RN 864283-47-6 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) - 
(CA INDEX NAME) 




RN 864283-48-7 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] - (CA INDEX NAME) 



CN 




F3C— CH2 



RN 864284-35-5 HCAPLUS 

CN Benzonitrile, 4- [ ( cyanomethyl ) (2, 2, 2-trif luoroethyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CN 
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RN 864284-74-2 HCAPLUS 

CN Glycine, N- ( 3-chloro-4-cyanophenyl ) -N- (2,2, 2-trif luoroethyl ) -, 
1, l-dimethylethyl ester (CA INDEX NAME) 




RN 864284-76-4 HCAPLUS 

CN Glycine, N- ( 3-chloro-4-cyanophenyl ) -N- (2, 2, 2-trif luoroethyl) - (CA INDEX 
NAME) 




RN 864285-03-0 HCAPLUS 

CN Glycine, N- ( 3-chloro-4-cyanophenyl ) -N- (cyclopropylmethyl ) -, 
1, l-dimethylethyl ester (CA INDEX NAME) 




RN 864285-05-2 HCAPLUS 

CN Glycine, N- (3-chloro-4-cyanophenyl) -N- (cyclopropylmethyl) - (CA INDEX 
NAME) 
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RN 864285-65-4 HCAPLUS 

CN Glycine, N- ( cyclopropylmethyl ) -N- (3, 4-dicyanophenyl ) -, 1 , 1-dimethylethyl 
ester (CA INDEX NAME ) 




RN 864285-67-6 HCAPLUS 

CN Glycine, N- ( cyclopropylmethyl ) -N- ( 3 , 4-dicyanophenyl ) - (CA INDEX NAME) 




RN 916810-42-9 HCAPLUS 

CN 2-Furancarboxylic acid, 5- [ [ [ 4-cyano-3- (trif luoromethyl ) phenyl ] ( 2 , 2 , 2- 
trif luoroethyl) amino] methyl]- (CA INDEX NAME) 




RN 916810-43-0 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (hydroxymethyl ) -2-f uranyl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916810-44-1 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- [ ( acetyloxy) methyl] -2-f uranyl ] methyl ] (2, 2, 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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C F 3 




RN 916810-45-2 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( chloromethyl ) -2-f uranyl ] methyl ] ( 2 , 2 , 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF 3 




RN 916810-46-3 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 5-f ormyl-2-f uranyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916810-47-4 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- ( 2-cyanoethenyl ) -2-furanyl] methyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 916810-48-5 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 5-bromo-2-f uranyl ) methyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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RN 916810-49-6 HCAPLUS 

CN Benzonitrile, 4- [[( 4-bromo-2-f uranyl ) methyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




Br 



RN 916810-50-9 HCAPLUS 

CN Benzonitrile, 4- [ [ [1- (phenylmethyl ) -lH-imidazol-2-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CH2— Ph 

i CH2-CF3 




RN 916810-53-2 HCAPLUS 

CN 4-Oxazolecarboxylic acid, 2- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino ] methyl ] -, methyl ester (CA INDEX NAME) 




RN 916810-58-7 HCAPLUS 

CN Benzonitrile, 4- [ [ [5- (hydroxymethyl) -2-oxazolyl]methyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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HO— CH2 




CN 



RN 916810-72-5 HCAPLUS 

CN Ethanimidamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] -N-hydroxy- (CA INDEX NAME ) 



F3C— CH2 NH 



RN 916810-73-6 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ 3- [ [ [ 4-cyano-3- 

( trif luoromethyl ) phenyl ] (2,2, 2 -trif luoroethyl ) amino] methyl ] -1 , 2 , 4- 
oxadiazol-5-yl] -, 1 , 1-dimethylethyl ester (CA INDEX NAME) 



RN 916810-74-7 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 5- ( 4-piperidinyl ) -1 , 2, 4-oxadiazol-3-yl ] methyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



RN 916810-75-8 HCAPLUS 

CN Carbamic acid, N- [[ 4- [3- [[[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 

trif luoroethyl ) amino] methyl ] -1 , 2 , 4-oxadiazol-5-yl ] -1 -piper idinyl ] sulf onyl ] - 



en 




CH2— C—NH—OH 




CF3 
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, 1, l-dimethylethyl ester (CA INDEX NAME) 




RN 916810-76-9 HCAPLUS 

CN Acetic acid, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] -, hydrazide (CA INDEX NAME) 




IT 916810-77-0 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(starting material; preparation of nonsteroidal tertiary arylamines as 
modulators of androgen, glucocorticoid, mineralocorticoid and 
progesterone receptors useful in therapy) 

RN 916810-77-0 HCAPLUS 

CN Benzonitrile, 4- [ ( 2H-tetrazol-5-ylmethyl ) ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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AB This invention relates to non-steroidal compds . I [Rl = CN or N02; R2 = 

independently CN, N02, halo, etc.; R3 = H, (cyclo) alkyl, alkoxycarbonylalkyl , 
etc.; R4, R5 = independently H, (cyclo) alkyl, halo, etc., or R4R5 = 
(un) substituted (hetero) cyclyl; Y = (un) substituted methylene (oxy) , 
methylenethio, carbonylamino, etc.; A = (hetero) aryl or heterocyclyl ; m = 0-2; 
n = 0-5; R6 = independently (halo) alkyl, halo, hydroxy, etc.] which are or are 
believed to be modulators of androgen, glucocorticoid, mineralocorticoid, and 
progesterone receptors, and also to the methods for the making and use of such 
compds. For example, II was provided in a multi-step synthesis starting from 
the reaction of 4-f luoro-2- (trif luoromethyl) benzonitrile with 1- 
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cyclopropylmethanamine . The compds . I are claimed to be useful in the 
treatment or prophylaxis of conditions or disorders that respond to selective 
androgen receptor modulation (no data given) . 
IT 884854--00-6P, 1 , 1-Dimethylethyl [4- [ [2- [ [4-cyano-3- 

( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] ethyl ] oxy ] phenyl ] carba 
mate 8S4854-06-2P, Methyl 4- [ [ 2- [ [ 4-cyano-3- 

( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] ethyl ] oxy] ben z oat e 
884854--07--3P, 4- [ [2- [ [ 4-Cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
tr if luoroethyl ) amino] ethyl] oxy] benzoic acid 884854-1 4--2P, 

4- [ [2 - [ [4-(Trifluoroacetyl) phenyl] oxy] ethyl] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile 884854-57-3P, 4-[[2- 
(Phenylthio) ethyl] (2,2, 2-trif luoroethyl ) amino] —2— 

(trif luoromethyl ) benzonitrile 884854-- 58-4P, N- [ 4- [ [ 2 - [ [ 4-Cyano-3- 
( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] ethyl ] thio] phenyl ] acet 
amide 884854-66-4P, 4- [ [2- [ (Pyrimidin-2-yl ) amino] ethyl] (2,2,2- 
trif luoroethyl ) amino] -2- (trif luoromethyl ) benzonitrile 
RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of substituted aniline derivs. as selective androgen receptor 
modulators ) 
RN 884854-00-6 HCAPLUS 

CN Carbamic acid, [ 4- [ 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 

trif luoroethyl ) amino ] ethoxy] phenyl ] -, 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 




RN 884854-06-2 HCAPLUS 

CN Benzoic acid, 4- [ 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] ethoxy] -, methyl ester (CA INDEX NAME) 




RN 884854-07-3 HCAPLUS 

CN Benzoic acid, 4- [ 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] ethoxy] - (CA INDEX NAME) 



CF 3 
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RN 884854-14-2 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ 4- ( 2 , 2 , 2-tr if luoroacetyl ) phenoxy ] ethyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 




RN 884854-57-3 HCAPLUS 

CN Benzonitrile, 4- [ [2- (phenylthio) ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



en 




F3C— CH2 



RN 884854-58-4 HCAPLUS 

CN Acetamide, N- [4- [ [2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trifluoroethyl)amino]ethyl]thio]phenyl]- (CA INDEX NAME) 




RN 884854-66-4 HCAPLUS 

CN Benzonitrile, 4- [ [2- (2-pyrimidinylamino) ethyl] ( 2 , 2 , 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




IT 884853--73--0P, 4- [ (Cyclopropylmethyl ) [2- [ [ 4- ( 1 , 1- 

dimethyl ethyl ) phenyl ] oxy] ethyl] amino] -2- (trif luoromethyl ) benzonitrile 
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884853-74-1P, N- [4- [ [2- [ [4-Cyano-3- (trif luoromethyl ) phenyl ] (cyclop 

ropylmethyl ) amino] ethyl] oxy] phenyl] acetamide 884853-75-2P, 

4- [ (Cyclopropylmethyl ) [2- [ [4- (methyloxy) phenyl ] oxy] ethyl] amino] -2- 

(trif luoromethyl ) benzonitrile S84853-76-3P, 4- 

[ (Cyclopropylmethyl ) [ 2- [ ( 4-f luorophenyl ) oxy] ethyl] amino] -2- 

(trif luoromethyl ) benzonitrile S84853-77-4P, 4- 

[ (Cyclopropylmethyl) [2- [ [4- (hydroxymethyl) phenyl] oxy] ethyl] amino] -2- 
(trif luoromethyl) benzonitrile 884853-78-5P, N- [4- [ [3- [ [4-Cyano-3- 
( trif luoromethyl ) phenyl] ( cyclopropylmethyl ) amino] propyl ] oxy] phenyl ] acetami 
de S84853-80-9P, 4- [ (Cyclopropylmethyl ) [3- [[ 4- ( 1 , 1- 

dimethyl ethyl ) phenyl ] oxy ] propyl] amino] -2- (trif luoromethyl ) benzonitrile 
884853-81-0P, 4- [ (Cyclopropylmethyl) [3-[[4- 

( methyloxy) phenyl ] oxy ] propyl] amino] -2- (trif luoromethyl ) benzonitrile 
884653-82-1P, 4- [ (Cyclopropylmethyl) [3-[(4- 

f luorophenyl ) oxy] propyl ] amino ] -2- (trif luoromethyl ) benzonitrile 
884853-83-2P, 4- [ (Cyclopropylmethyl) [3-[[4- 

( hydroxymethyl ) phenyl ] oxy] propyl ] amino] -2- (trif luoromethyl ) benzonitrile 
884853 -84-3P, N- [4- [ [3- [ [ 4-Cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl ) amino] propyl ] oxy ] phenyl ] acetamide 884833 -- 8 5-4P, 
4- [ [3- [ [4- (1, 1-Dimethylethyl) phenyl] oxy] propyl] (2,2,2- 
trif luoroethyl ) amino ] -2- (trif luoromethyl ) benzonitrile 6 8 4853-86-5P 
, 4- [ [3- [ ( 4-F luorophenyl ) oxy] propyl ] ( 2 , 2 , 2-tr if luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile 884853--87-6P, 4-[ [3-[ [4- 
( Methyloxy) phenyl ] oxy ] propyl ] (2,2, 2 -trif luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile 8 8 48:73-- 88-7P, 4- [ [2-[ [4-[ [2-(l- 
Piperidinyl ) ethyl ] oxy] phenyl ] oxy] ethyl ] (2,2, 2 -trif luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile 884853-8S-8P, 4-[[2-[[4- 
( Methyloxy) phenyl ] oxy] ethyl ] (2,2, 2 -trif luoroethyl ) amino] -2- 
(trif luoromethyl ) benzonitrile 884853-90 -IP, N-[4-[ [2-[ [4-Cyano-3- 
( trif luoromethyl ) phenyl ] (2,2, 2 -trif luoroethyl ) amino] ethyl ] oxy] phenyl ] aceta 
mide 884853-91-2P, 4- [ [2- [ [4-Cyano-3- 

( trif luoromethyl ) phenyl ] (2,2, 2 -trif luoroethyl ) amino] ethyl ] oxy] benzenesulf o 

namide 884853-92-3P, 4- [ [ 2- [ ( 4-Cyanophenyl ) oxy ] ethyl ] (2,2,2- 

trif luoroethyl ) amino ] -2- (trif luoromethyl ) benzonitrile 88 4853 - 93-4P 

, 4- [ [2- [ (4-Fluorophenyl) oxy] ethyl] (2, 2, 2-trif luoroethyl ) amino] -2- 

(trif luoromethyl) benzonitrile 8848 53--34-5P, 4- [ [2-[ [4-(3- 

Oxobutyl ) phenyl ] oxy] ethyl ] (2,2, 2-trif luoroethyl ) amino] -2- 

(trif luoromethyl) benzonitrile 884853-95-6P, 4- [ [2- [ (lH-Indol-5- 

yl) oxy] ethyl] (2, 2, 2-trif luoroethyl) amino] -2- (trif luoromethyl ) benzonitrile 

884853- 96-7P, 4- [ [2- [ ( 3-Fluorophenyl ) oxy ] ethyl ] (2, 2, 2- 

tr if luoroethyl ) amino ] -2- (trif luoromethyl ) benzonitrile 8 8 4853-9 7-8P 
, 4- [ [2- [ (4-Acetylphenyl) oxy] ethyl] (2, 2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile 884853--98-3P, 4- [ [2- [ [4- (2- 
Oxopropyl ) phenyl ] oxy] ethyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile 884853-99-0P, N-[3-[ [2-[ [4-Cyano-3- 
( trif luoromethyl ) phenyl ] (2,2,2-trifluoroethyl) amino] ethyl ] oxy] phenyl ] aceta 
mide 884854-G1-7P, N- [4- [ [2- [ [4-Cyano-3- 

( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] ethyl ] oxy] phenyl ] met ha 
nesulf onamide 8 8 4854-03 --9F, 1- [4- [ [2- [ [4-Cyano-3- 

( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] ethyl ] oxy] phenyl ] urea 

884854- 04-0?, 4- [ [2-[ [ 4- (Methylsulf onyl ) phenyl ] oxy ] ethyl ] (2,2,2- 
trifluoroethyl ) amino] -2- (trif luoromethyl ) benzonitrile 8 8 4 8 5 4- 05- IP 

, 4- [ (2, 2, 2 -Trif luoroethyl) [2- [ [4- (trif luoromethyl ) phenyl ] oxy] ethyl] amino] - 

2- (trif luoromethyl) benzonitrile 884854-08-4P, 

4- [ [2- [ [4-Cyano-3- (trif luoromethyl)phenyl] (2,2,2- 

tr if luoroethyl ) amino] ethyl] oxy] benzamide 884854-09 -5P, 

1, 1-Dimethylethyl [ [4- [ [2- [ [ 4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl ) amino] ethyl] oxy] phenyl] methyl] carbamate 
884854-12--0P, N- [4- [ [2- [ [ 4-Cyano-3- ( trif luoromethyl ) phenyl ] (2,2,2- 
trifluoroethyl) amino] ethyl] oxy] phenyl] guanidine trif luoroacet ate 
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884854-15-3P, 4- [ (2, 2, 2-Trif luoroethyl) [2- [ [4- [2, 2, 2-trif luoro-1- 
hydroxy-1- (trif luoromethyl ) ethyl] phenyl] oxy] ethyl] amino] -2- 
(trif luoromethyl) benzonitrile S84854-16-4P, 4- [ [2- [ [4- (2-Oxo-l- 
pyrrolidinyl ) phenyl ] oxy] ethyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
( trif luoromethyl ) benzonitrile S84854-17-5P, 4- [ [ 2 - [ [4- (1, 3- 
Thiazol-2-yl) phenyl ] oxy] ethyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
( trif luoromethyl ) benzonitrile 884854-1S-7P, 4- [ [2-[ [4- ( 1, 3- 
Oxazol-2-yl ) phenyl ] oxy] ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl ) benzonitrile 884854-20 -OP, 4- [ [2- [ (2-Oxo- 

1,2,3, 4-tetrahydro-6-quinolinyl ) oxy] ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile 884854-21-1P, 4- [[2- (2- 
Pyridinyloxy ) ethyl] (2,2, 2-trif luoroethyl) amino] -2- 
(trif luoromethyl ) benzonitrile 884854--22-2P, 

4- [ [2- (3-Pyridinyloxy) ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl ) benzonitrile 884854-23-3P, 4- [ [2- (4- 
Pyridinyloxy ) ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl ) benzonitrile 884854-24-4P, 4- [ (2,2,2- 

Trif luoroethyl ) [2- [ [5- (trif luoromethyl) -2-pyridinyl ] oxy] ethyl] amino] -2- 
(trif luoromethyl) benzonitrile 884854-2o-5P, 4- [ [2- [ (5-Methyl-2- 
pyridinyl) oxy] ethyl] (2,2, 2-trif luoroethyl) amino] -2- 
(trif luoromethyl ) benzonitrile 884854-26-6P, 4- [ [2- [ (6-Chloro-3- 
pyridinyl ) oxy] ethyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile 884854-2 7-7P, 4- [ [2- [ (6-Methyl-3- 
pyridinyl ) oxy] ethyl] (2,2,2-trifluoroethyl) amino] -2- 
(trif luoromethyl) benzonitrile 8848 ':> 4- 28-8P, 4- [ [2- [ (5-Bromo-2- 
pyridinyl) oxy] ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile 884854-29-9P, 4- [ [2- [ (6-Fluoro-3- 
pyridinyl) oxy] ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl ) benzonitrile 884854-30-2P, 4- [ [2-[ (5-Fluoro-2- 
pyridinyl ) oxy] ethyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
(trifluoromethyl) benzonitrile 884854-31-3P, N- [6- [ [2- [ [4-Cyano-3- 
( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] ethyl ] oxy] -3- 
pyridinyl] acetamide 884854-33-5P 884854-36 -8P, 

4- [ [2- (3-Pyridazinyloxy) ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile 884854-37-9P, 4-[[2-(4- 
Pyrimidinyloxy ) ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
( trif luoromethyl ) benzonitrile 884854-60-8P, N- [ 4- [ [ 2- [ [ 4-Cyano-3- 
( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] ethyl ] thio] phenyl ] -N- 
methylacetamide 884854-5'i-9P, 4- [ [ 2- (Phenylsulf inyl ) ethyl ] (2,2,2- 
trifluoroethyl ) amino ] -2- (trif luoromethyl ) benzonitrile 8 8 4854-6 2 -OP 
, N- [4- [ [2- [ [4-Cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl ) amino] ethyl] sulf inyl ] phenyl ] acetamide 884854-63-1P 
, 4- [ [2- (Phenylsulfonyl) ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile 884854--64-2P, N- [4- [ [2- [ [4-Cyano-3- 
( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] ethyl ] sulf onyl ] phenyl ] 
acetamide 884854-65-3P, N- [4- [ [2- [ [4-Cyano-3- 

( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] ethyl ] thio] phenyl ] meth 
anesulf onamide 884854-67-5P, 4- [ [2- [Methyl (pyrimidin-2- 
yl) amino] ethyl] (2,2, 2-trif luoroethyl) amino] -2- 

(trif luoromethyl ) benzonitrile 884854-68-6P, N- [ 2- [ [ 4-Cyano-3- 
( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] ethyl ] ben z amide 
884854-69-7P, 4- [ [3- (4-Fluorophenyl) propyl] (2,2,2- 
trifluoroethyl ) amino] - 2- (trif luoromethyl ) benzonitrile 8 8 4 854 -- 71-1P 
, N- [4- [3- [ [4-Cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl ) amino] propyl] phenyl] acetamide 884854-72-2P, 
4- [ ( 3-Phenylpropyl ) (2,2, 2-trif luoroethyl) amino] -2- 
(trif luoromethyl ) benzonitrile 884854-74-4P 884854-88-0? 
884854-89-1P 884854-90-4P 884854-91-5P 
884854-92-6? 884854-93-7P S84854-96-0P 
884854-97-;[? 884854-98-2P 884854-99-3P, 
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2- [ [4-Cyano-3- (trif luoromethyl) phenyl] (2,2, 2-trif luoroethyl ) amino] -N- 
phenylbutanamide 884855-00-9P, 2- [ [ 4-Cyano-3- 
( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] -N- ( 4- 
f luorophenyl ) butanamide 8848 55-0 1-0P, 4- [ [2- ( 1H-1 , 2 , 4-Triazol-l- 
yl) ethyl] (2,2, 2-trif luoroethyl) amino] -2- (trif luoromethyl ) benzonitrile 

884856-06-8P 884856-G7-9P 884856-08-0P 
8 85050-0 4-- 4P 

RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of substituted aniline derivs. as selective androgen receptor 
modulators ) 
RN 884853-73-0 HCAPLUS 

CN Benzonitrile, 4- [ ( cyclopropylmethyl ) [ 2- [ 4- ( 1 , 1- 

dimethylethyl) phenoxy] ethyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 884853-74-1 HCAPLUS 

CN Acetamide, N- [4- [2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (cyclopropylmethyl) 
amino] ethoxy] phenyl ] - (CA INDEX NAME) 




RN 884853-75-2 HCAPLUS 

CN Benzonitrile, 4- [( cyclopropylmethyl ) [2- (4-methoxyphenoxy) ethyl] amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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RN 884853-76-3 HCAPLUS 

CN Benzonitrile, 4- [ ( cyclopropylmethyl ) [2- (4-f luorophenoxy ) ethyl] amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 884853-77-4 HCAPLUS 

CN Benzonitrile, 4- [( cyclopropylmethyl ) [ 2- [ 4- (hydroxymethyl ) phenoxy ] ethyl ] ami 
no] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 
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RN 884853-78-5 HCAPLUS 

CN Acetamide, N- [4- [3- [ [4-cyano-3- (trif luoromethyl ) phenyl ] ( cyclopropylmethyl ) 
amino] propoxy] phenyl] - (CA INDEX NAME) 



CF3 



CH2— N W 

(<U 2 ) - 





HAc 



CN 



RN 884853-80-9 HCAPLUS 

CN Benzonitrile, 4- [( cyclopropylmethyl ) [3- [ 4- ( 1 , 1- 

dimethylethyl) phenoxy] propyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




RN 884853-81-0 HCAPLUS 

CN Benzonitrile, 4- [( cyclopropylmethyl ) [ 3- ( 4-methoxyphenoxy) propyl ] amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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RN 884853-82-1 HCAPLUS 

CN Benzonitrile, 4- [ ( cyclopropylmethyl ) [ 3- ( 4-f luorophenoxy ) propyl ] amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 884853-83-2 HCAPLUS 

CN Benzonitrile, 4- [( cyclopropylmethyl ) [ 3- [ 4- (hydroxymethyl ) phenoxy ] propyl ] am 
ino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




RN 884853-84-3 HCAPLUS 

CN Acetamide, N- [4- [3- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl ) amino] propoxy] phenyl] - (CA INDEX NAME) 



Page 142 of 318 



Serial No.: 10/598,508 



CF 3 




RN 884853-85-4 HCAPLUS 

CN Benzonitrile, 4- [ [3- [4- (1, 1-dimethylethyl ) phenoxy] propyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF 3 




RN 884853-86-5 HCAPLUS 

CN Benzonitrile, 4- [ [ 3- ( 4-f luorophenoxy ) propyl ] ( 2 , 2 , 2-tr if luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 884853-87-6 HCAPLUS 

CN Benzonitrile, 4- [ [ 3- ( 4-methoxyphenoxy ) propyl ] ( 2 , 2 , 2-trif luoroethyl ) amino] - 
2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 884853-88-7 HCAPLUS 

CN Benzonitrile, 4- [ [2- [4- [2- ( 1 -piper idinyl ) ethoxy] phenoxy ] ethyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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RN 884853-89-8 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- ( 4-methoxyphenoxy ) ethyl ] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 884853-90-1 HCAPLUS 

CN Acetamide, N- [4- [2- [ [ 4-cyano-3- ( tr if luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] ethoxy] phenyl] - (CA INDEX NAME) 



CF 3 




RN 884853-91-2 HCAPLUS 

CN Benzene sulfonamide, 4- [ 2 - [ [ 4-cyano-3- (tr if luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] ethoxy] - (CA INDEX NAME) 




RN 884853-92-3 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- ( 4-cyanophenoxy ) ethyl ] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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CF3 



NC, 



F3C-CH2 
U^JJ O— CH2— CH2— N N 




cx 



RN 884853-93-4 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- ( 4-f luorophenoxy ) ethyl ] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 



F 3 C-CH 2 
L^^JJ O — C H 2 — CH2— N U 




CN 



RN 884853-94-5 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ 4- ( 3-oxobutyl ) phenoxy ] ethyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



Me 



— 'c— CH2 — 



2 — CH 2 



CF3 

V^-^ F3C-CH2 ^Cl 
Lij^JJ O— CH2 — CH2— N U 




RN 884853-95-6 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- ( lH-indol-5-yloxy ) ethyl ] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 

nc - -1 CH2— CF3 

J] N— CH2— CH2— 0. 




RN 884853-96-7 HCAPLUS 

CN Benzonitrile, 4- [ [2- (3-f luorophenoxy) ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



-O— CH2 — CH2 
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RN 884853-97-8 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- ( 4-acetylphenoxy ) ethyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 884853-98-9 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ 4- ( 2-oxopropyl ) phenoxy ] ethyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 884853-99-0 HCAPLUS 

CN Acetamide, N- [3- [2- [ [ 4-cyano-3- (trif luoromethyl ) phenyl] (2, 2, 2- 
trif luoroethyl) amino] ethoxy] phenyl] - (CA INDEX NAME) 




RN 884854-01-7 HCAPLUS 

CN Methanesulf onamide, N- [4- [2- [ [ 4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] ethoxy] phenyl] - (CA INDEX NAME) 




RN 884854-03-9 HCAPLUS 

CN Urea, N- [ 4- [ 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] ethoxy] phenyl] - (CA INDEX NAME) 
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RN 884854-04-0 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ 4- (methylsulf onyl ) phenoxy ] ethyl ] ( 2 , 2 , 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 




RN 884854-05-1 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [ 2- [ 4- (trif luoromethyl ) phenoxy ] ethy 
1] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF3 




RN 884854-08-4 HCAPLUS 

CN Benzamide, 4- [ 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] ethoxy] - (CA INDEX NAME) 




RN 884854-09-5 HCAPLUS 

CN Carbamic acid, [[ 4- [ 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 

trif luoroethyl ) amino] ethoxy ] phenyl] methyl] -, 1 , 1-dimethylethyl ester (9CI) 
(CA INDEX NAME) 
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o 



CF 3 

F 3 C — CH2 ^-4^ 
CH2— 1 IL ^-sJ 



t-BuO 



NH— CH2 




— CH2' 



RN 884854-12-0 HCAPLUS 

CN Guanidine, N- [4- [2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 

trif luoroethyl ) amino] ethoxy] phenyl] -, 2, 2, 2-trif luoroacetate (1:1) (CA 
INDEX NAME) 

CM 1 

CRN 884854-11-9 
CMF C19 H17 F6 N5 0 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

F 

F— t— C02H 



RN 884854-15-3 HCAPLUS 

CN Benzonitrile, 4- [( 2 , 2 , 2-trif luoroethyl ) [2- [4- [2, 2, 2-trif luoro-l-hydroxy-1- 
( trif luoromethyl ) ethyl ] phenoxy ] ethyl ] amino] -2- (trif luoromethyl ) - (CA 
INDEX NAME) 



RN 884854-16-4 HCAPLUS 

CN Benzonitrile, 4- [ [2- [4- ( 2-oxo-l-pyrrolidinyl ) phenoxy ] ethyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



H2N- 





OH 
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CN 




RN 884854-17-5 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ 4- ( 2-thiazolyl ) phenoxy ] ethyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl ) - (CA INDEX NAME ) 




RN 884854-19-7 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ 4- ( 2-oxazolyl ) phenoxy ] ethyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 884854-20-0 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ ( 1 , 2 , 3 , 4-tetrahydro-2-oxo-6- 

quinolinyl) oxy] ethyl] (2,2, 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - 
(CA INDEX NAME) 
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NCL 



CF3 

CH2 — CF 3 



CH2-CF3 ^S^^"^^ 
h— CH2— CH 2 — O ^^JL^J 



RN 884854-21-1 HCAPLUS 

CN Benzonitrile, 4- [ [2- ( 2-pyridinyloxy ) ethyl] (2,2, 2-trif luoroethyl ) amino] 
(trif luoromethyl) - (CA INDEX NAME) 




RN 884854-22-2 HCAPLUS 

CN Benzonitrile, 4- [ [2- ( 3-pyridinyloxy ) ethyl] (2, 2, 2-trif luoroethyl ) amino] 
(trif luoromethyl) - (CA INDEX NAME) 




RN 884854-23-3 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- ( 4-pyridinyloxy ) ethyl ] ( 2 , 2 , 2-trif luoroethyl ) amino] 
(trif luoromethyl) - (CA INDEX NAME) 




RN 884854-24-4 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2, 2-trif luoroethyl) [2- [ [5- (trif luoromethyl ) -2- 
pyridinyl] oxy] ethyl] amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




Page 150 of 318 



Serial No.: 10/598,508 



884854-25-5 HCAPLUS 

Benzonitrile, 4- [ [2- [ ( 5-methyl-2-pyridinyl ) oxy] ethyl] (2,2,2 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



CF 3 




884854-26-6 HCAPLUS 

Benzonitrile, 4- [ [2- [ ( 6-chloro-3-pyridinyl ) oxy] ethyl] (2,2,2 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




884854-27-7 HCAPLUS 

Benzonitrile, 4- [ [2- [ ( 6-methyl-3-pyridinyl ) oxy] ethyl] (2,2,2 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




884854-28-8 HCAPLUS 

Benzonitrile, 4- [ [2- [ ( 5-bromo-2-pyridinyl ) oxy] ethyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




884854-29-9 HCAPLUS 

Benzonitrile, 4- [ [2- [ (6-f luoro-3-pyridinyl) oxy] ethyl] (2,2,2 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 
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CF3 



v^S- F3C-CH; 
N^jj^JJ O — C H 2 — CH2— N- 




CN 



884854-30-2 HCAPLUS 

Benzonitrile, 4- [ [2- [ (5-f luoro-2-pyridinyl) oxy] ethyl] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 



F3C-CH2 
L^^JJ O — C H 2 — CH2— N li 



CF 3 




CN 



884854-31-3 HCAPLUS 

Acet amide, N- [ 6 - [ 2- [ [ 4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] ethoxy] -3-pyridinyl] - (CA INDEX NAME) 



NH 



-v_^ N F3C-CH; 
U aaaa ^JJ 0— CH2— CH2— N. 



CF 3 




884854-33-5 HCAPLUS 

Benzonitrile, 4- [ [ 2 - [ ( 1 , 6-dihydro-6-oxo-3-pyr idinyl ) oxy] ethyl ] (2,2,2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



F3C-CH2 
HN^jjJ O — C H 2 — CH2— N- 



ZI 3 




884854-36-8 HCAPLUS 

Benzonitrile, 4- [ [2- ( 3-pyridazinyloxy ) ethyl] (2,2, 2-trif luoroethyl ) amino] 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 



F3C— CH2 
D_CH2 — CH2— N N 




CN 
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RN 884854-37-9 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- ( 4-pyrimidinyloxy ) ethyl ] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



F3 C— CH2 
)_CH2 — CH?— h 1' 



CF 3 




cx 



RN 884854-60-8 HCAPLUS 

CN Acetamide, N- [4- [ [2- [ [ 4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 

trif luoroethyl) amino] ethyl] thio]phenyl] -N-methyl- (CA INDEX NAME) 



Ac. 



Me 
-k 



^-T^ F3C-CH 
U^JJ S — CH? — CH? — N 




RN 884854-61-9 HCAPLUS 

CN Benzonitrile, 4- [ [2- (phenylsulf inyl ) ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




CF3 



[_ CH2 — CH2— S_Ph 

-U 'o 



F 3 C— CH2 



RN 884854-62-0 HCAPLUS 

CN Acetamide, N- [4- [ [2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] ethyl] sulf inyl]phenyl] - (CA INDEX NAME) 



CH2— CF3 O 
F3C Y^LcH 2 -CH 2 -y— tjT 



NHAc 



RN 884854-63-1 HCAPLUS 

CN Benzonitrile, 4- [ [2- (phenylsulf onyl ) ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
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(trif luoromethyl) - (CA INDEX NAME) 



CN 




F3C— CH2 



RN 884854-64-2 HCAPLUS 

CN Acetamide, N- [4- [ [2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2,2,2- 
trif luoroethyl) amino] ethyl] sulfonyl ] phenyl ] - (CA INDEX NAME) 




RN 884854-65-3 HCAPLUS 

CN Methanesulf onamide, N- [4- [ [2- [ [4-cyano-3- (trif luoromethyl) phenyl] (2,2,2- 
trifluoroethyl)amino]ethyl]thio]phenyl]- (CA INDEX NAME) 




RN 884854-67-5 HCAPLUS 

CN Benzonitrile, 4- [ [2- (methyl-2-pyrimidinylamino) ethyl] (2, 2, 2- 
trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CH2— CF3 Me 




RN 884854-68-6 HCAPLUS 

CN Benzamide, N- [2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] ethyl] - (CA INDEX NAME) 
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RN 884854-69-7 HCAPLUS 

CN Benzonitrile, 4- [ [3- ( 4-f luorophenyl ) propyl ] ( 2 , 2 , 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 884854-71-1 HCAPLUS 

CN Acetamide, N- [4- [3- [ [ 4-cyano-3- (trif luoromethyl ) phenyl] (2, 2, 2- 
trif luoroethyl) amino] propyl] phenyl] - (CA INDEX NAME) 




RN 884854-72-2 HCAPLUS 

CN Benzonitrile, 4- [ ( 3-phenylpropyl ) (2, 2, 2-trif luoroethyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



Cll 




F3C— CH2 



RN 884854-74-4 HCAPLUS 

CN Benzonitrile, 4- [ [3- ( 3 -pyridinyl) propyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) -, 2 , 2 , 2-trif luoroacetate (1:1) (CA INDEX NAME) 
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CM 1 

CRN 884854-73-3 
CMF C18 H15 F6 N3 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



C0 2 H 



RN 884854-88-0 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (cyclopropylmethyl ) amino] - 
N- ( 4-f luorophenyl ) - (CA INDEX NAME) 




RN 884854-89-1 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (cyclopropylmethyl ) amino] - 
N- [ ( 4-f luorophenyl ) methyl ] - (CA INDEX NAME) 
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RN 884854-90-4 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (cyclopropylmethyl ) amino] - 
N- [ ( IS ) -1 -phenyl ethyl ] - (CA INDEX NAME) 

Absolute stereochemistry. 



O Ph 




RN 884854-91-5 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (cyclopropylmethyl ) amino] - 
N- (2-phenylethyl) - (CA INDEX NAME) 




RN 884854-92-6 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (cyclopropylmethyl) amino] - 
N- [2- (4-fluorophenyl) ethyl] - (CA INDEX NAME) 
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RN 884854-93-7 HCAPLUS 

CN Propanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] ( cyclopropylmethyl ) amin 
o] -N- ( 4-f luorophenyl ) - (CA INDEX NAME) 




RN 884854-96-0 HCAPLUS 

CN Acetamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] -N-phenyl- (CA INDEX NAME) 




RN 884854-97-1 HCAPLUS 

CN Acetamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 

trif luoroethyl) amino] -N- ( 4-f luorophenyl) - (CA INDEX NAME) 



F3C-CH2 O ^^s--^ 

F3c ^^LcH 2 _y_NH_[r^r 



RN 884854-98-2 HCAPLUS 

CN Acetamide, N- [4- (acetylamino)phenyl] -2- [ [4-cyano-3- 

(trifluoromethyl)phenyl] (2, 2, 2-trif luoroethyl ) amino] - (CA INDEX NAME) 
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RN 884854-99-3 HCAPLUS 

CN Butanamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] -N-phenyl- (CA INDEX NAME) 



CN 




RN 884855-00-9 HCAPLUS 

CN Butanamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trifluoroethyl)amino]-N-(4-fluorophenyl)- (CA INDEX NAME) 



CH 2 — CF 3 




RN 884855-01-0 HCAPLUS 

CN Benzonitrile, 4- [ [2- ( 1H-1 , 2 , 4-triazol-l-yl) ethyl] (2, 2, 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 884855-07-6 HCAPLUS 

CN Benzonitrile, 4- [ ( cyclopropylmethyl ) [2- (4-morpholinyl) ethyl] amino] -2- 
(trif luoromethyl) -, 2 , 2 , 2-trif luoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 884855-06-5 
CMF C18 H22 F3 N3 0 
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CH2— N 

CH2 
CH2 




CM 



CM 



2 



CRN 
CMF 



76-05-1 
C2 H F3 02 



F 



F— C— C02H 



RN 884855-11-2 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- ( 1-pyrrolidinyl ) ethyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) -, 2 , 2 , 2-trif luoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 884855-10-1 
CMF C16 H17 F6 N3 



CN 




H2 




CM 



2 



CRN 76-05-1 
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C02H 



RN 884856-05-7 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (cyclopropylmethyl ) amino] - 
N-phenyl- (CA INDEX NAME) 




RN 884856-06-8 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl) phenyl] (cyclopropylmethyl ) amino] - 
N- (phenylmethyl) - (CA INDEX NAME) 




RN 884856-07-9 HCAPLUS 

CN Propanamide, 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ] ( cyclopropylmethyl ) amin 
o] -N-phenyl- (CA INDEX NAME) 




RN 884856-08-0 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
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trif luoroethyl) amino] -N- ( 2-phenylethyl ) - (CA INDEX NAME ) 




RN 885050-04-4 HCAPLUS 

CN Acetamide, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] ( cyclopropylmethyl ) amino] - 
N- [ ( 1R) -1 -phenyl ethyl ] - (CA INDEX NAME) 

Absolute stereochemistry. 



O Ph 




IT 821777-25-7P, 4- [ (Cyclopropylmethyl) (3-hydroxypropyl ) amino] -2- 
(trif luoromethyl ) benzonitrile 821777- 26-8P, 4- 

[ (Cyclopropylmethyl) ( 2-hydroxyethyl ) amino] -2- (trif luoromethyl ) benzonitrile 
821777-52-0P, 4- [ ( 3-Hydroxypropyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl ) benzonitrile 82177 7-58-6P, 4- [ (2- 

Hydroxyethyl ) (2,2, 2-trif luoroethyl) amino] -2- (trif luoromethyl ) benzonitrile 

821777-73-5? 821777-85-9P, 2- [ [ 4-Cyano-3- 

( trif luoromethyl ) phenyl ] (2,2, 2-trif luoroethyl ) amino] ethyl methane sulfonate 

8 2 :i 777-86-OP, 4- [ ( 2-Aminoethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 

(trif luoromethyl ) benzonitrile 8(\-4283--36-3P, N- [4-Cyano-3- 

( trif luoromethyl ) phenyl ] -N- ( cyclopropylmethyl (glycine 86 42 8 3 - 47-6P 

, N- [4-Cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) glycine 

86 42 8 3-49- 8P, Methyl N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- 

(2,2, 2-trif luoroethyl ) glycinate 864283-71-6P, 

2- [ [4-Cyano-3- (trif luoromethyl) phenyl] (2,2, 2-trif luoroethyl ) amino] butanoic 
acid 864284-25 --3P, N- [4-Cyano-3- (trif luoromethyl ) phenyl ] -N- 
( cyclopropylmethyl) alanine 884854-02-8P, 4-[[2-[(4- 
Aminophenyl) oxy] ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl ) benzonitrile 884854-1G-8P, 4- [ [2- [ (4- 
Formylphenyl ) oxy] ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile S84854-13-1P 684854-18-6P 
, 4- [ [2- [ [4- (4, 4, 5, 5-Tetramethyl-l, 3, 2-dioxaborolan-2- 
yl ) phenyl ] oxy] ethyl ] (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) benzonitrile 884854-35-7P, 4- [ [2- [ [6- [ [ [4- 
( Methyl oxy ) phenyl ] methyl ] oxy] -3-pyridinyl ] oxy] ethyl ] (2,2,2- 
trif luoroethyl ) amino] -2- (trif luoromethyl ) benzonitrile 8 8 4854-59 - 5P 
, 4- [ [2- [ ( 4-Aminophenyl) thio] ethyl] (2,2, 2-trif luoroethyl ) amino] -2- 
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(trif luoromethyl ) benzonitrile 884854-7G-0P, 4- [ ( 2-Propen-l- 

yl ) (2,2, 2 -trif luoroethyl ) amino] -2- (trif luoromethyl ) benzonitrile 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation of substituted aniline derivs. as selective androgen receptor 
modulators ) 
RN 821777-25-7 HCAPLUS 

CN Benzonitrile, 4- [ ( cyclopropylmethyl ) (3-hydroxypropyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



(CH2) 3 — OH 




RN 821777-26-8 HCAPLUS 

CN Benzonitrile, 4- [( cyclopropylmethyl ) (2-hydroxyethyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 821777-52-0 HCAPLUS 

CN Benzonitrile, 4- [ (3-hydroxypropyl) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



en 




F3C— CH2 



RN 821777-58-6 HCAPLUS 

CN Benzonitrile, 4- [ (2-hydroxyethyl) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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CN 



.CF3 



SI_CH2— CH2 — OH 



F3C— CH2 



RN 821777-73-5 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-azidoethyl ) (2, 2, 2-trif luoroethyl) amino] 
(trif luoromethyl) - (CA INDEX NAME) 




RN 821777-85-9 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ (methylsulf onyl ) oxy ] ethyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 




RN 821777-86-0 HCAPLUS 

CN Benzonitrile, 4- [ (2-aminoethyl) (2, 2, 2-trif luoroethyl) amino] 
(trif luoromethyl) - (CA INDEX NAME) 



CN 




F3C— CH2 
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RN 864283-36-3 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- ( cyclopropylmethyl ) - ( 
INDEX NAME ) 




RN 864283-47-6 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) - 
(CA INDEX NAME) 




RN 864283-49-8 HCAPLUS 

CN Glycine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- (2,2, 2-trif luoroethyl ) - 
methyl ester (CA INDEX NAME) 




RN 864283-71-6 HCAPLUS 

CN Butanoic acid, 2- [ [4-cyano-3- (trif luoromethyl ) phenyl ] (2, 2, 2- 
trif luoroethyl) amino] - (CA INDEX NAME) 
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CN 




RN 864284-25-3 HCAPLUS 

CN Alanine, N- [4-cyano-3- (trif luoromethyl ) phenyl ] -N- ( cyclopropylmethyl ) - (CA 
INDEX NAME) 



Me CF3 
H02C_Lh ^^Ljjj^^™ 



RN 884854-02-8 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- ( 4-aminophenoxy ) ethyl ] (2,2, 2 -trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 884854-10-8 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- ( 4-f ormylphenoxy ) ethyl ] ( 2 , 2 , 2-tr if luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 884854-13-1 HCAPLUS 

CN Carbamic acid, [[ 4- [ 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 

tr if luoroethyl ) amino] ethoxy] phenyl] carbonimidoyl ] bis-, bis (phenylmethyl ) 
ester (9CI) (CA INDEX NAME) 
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RN 884854-18-6 HCAPLUS 

CN Benzonitrile, 4-[[2-[4-(4,4,5, 5-tetramethyl-l , 3 , 2-dioxaborolan-2- 

yl ) phenoxy ] ethyl ] (2,2, 2-trif luoroethyl ) amino] -2- ( trif luoromethyl ) - (CA 
INDEX NAME ) 



CF i 




RN 884854-35-7 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ [ 6- [ ( 4-methoxyphenyl ) methoxy ] -3- 

pyridinyl] oxy] ethyl] (2,2, 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - (CA 
INDEX NAME) 



CF 2 




RN 884854-59-5 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ ( 4-aminophenyl ) thio] ethyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CF 3 




RN 884854-70-0 HCAPLUS 

CN Benzonitrile, 4- [ 2-propen-l-yl (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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Serial No.: 10/598,508 




AB This invention relates to non-steroidal compds . I [Rl, R2, R4, R5 = H, CN, 

N02, halo, etc. (at least one of Rl, R2, R4, R5 is not H) ; R3 = CN, N02, halo, 
etc.; R6, R7 = H, (Ra)xR9 (Ra = alkylene; x = 0-1; R9 = alkyl, haloalkyl, 
hydroxyalkyl, etc.)] that are or are believed to be modulators of androgen, 
glucocorticoid, mineralocorticoid, and progesterone receptors, and also to the 
methods for the making and use of such compds. Thus, reacting 4-fluoro-2- 
trif luoromethylbenzonitrile with N- (cyclopropylmethyl ) -N-propylamine afforded 
81% I [Rl, R2, R5 = H; R3 = CN; R4 = CF3; R6 = CH2 ( cyclopropyl ) ; R7 = Pr] . 
The compds. I are claimed to be useful in the treatment or prophylaxis of 
conditions or disorders that respond to selective androgen receptor modulation 
(no data given) . The pharmaceutical composition comprising the compound I is 
disclosed . 

IT 821777-58-6P 821777-66-6P 821777-68--8P 
8217 7 7-73-5P 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(preparation of substituted anilines as androgen receptor modulators) 
RN 821777-58-6 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-hydroxyethyl ) (2, 2, 2-trif luoroethyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



en 




F3C— CH2 



RN 821777-66-6 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-methyl-2-propen-l-yl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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CN 




RN 821777-68-8 HCAPLUS 

CN Benzonitrile, 4- [ (3-methyl-2-buten-l-yl) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 821777-73-5 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-azidoethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CN 




F3C— CH2 



CO 
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-6P 


8217 76- 


44 
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58- 
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8 2 1 7 7 7 
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RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of substituted anilines as androgen receptor modulators) 
RN 821776-43-6 HCAPLUS 

CN Benzonitrile, 4- [ (cyclopropylmethyl) propylamine] -2- (trif luoromethyl) - (CA 
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CF 3 




RN 821776-44-7 HCAPLUS 

CN Benzonitrile, 4- [ (cyclopropylmethyl) propylamine)] -2-nitro- (CA INDEX NAME) 



N02 




RN 821776-58-3 HCAPLUS 

CN Benzonitrile, 2-chloro-4- [ (cyclopropylmethyl)propylamino] - (CA INDEX 
NAME) 



ci 




RN 821777-25-7 HCAPLUS 

CN Benzonitrile, 4- [ ( cyclopropylmethyl ) ( 3-hydroxypropyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



(CH2) 3 — OH 




RN 821777-26-8 HCAPLUS 

CN Benzonitrile, 4- [( cyclopropylmethyl ) (2-hydroxyethyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 
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RN 821777-33-7 HCAPLUS 

CN Benzonitrile, 4- [ ( 1-cyclopropylethyl) -2-propen-l-ylamino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



H2C^=CH— CH2 CF 3 




RN 821777-52-0 HCAPLUS 

CN Benzonitrile, 4- [ ( 3-hydroxypropyl ) (2, 2, 2-trif luoroethyl) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 821777-55-3 HCAPLUS 

CN Benzonitrile, 4- [bis (2, 2, 2-trif luoroethyl) amino] -2- (trif luoromethyl) - (CA 
INDEX NAME) 



en 




F3C— CH2 



RN 821777-56-4 HCAPLUS 

CN Benzonitrile, 4- [ (2, 2-dif luoroethyl) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



Page 172 of 318 



Serial No.: 10/598,508 



CN 



. CF3 



NI—CH2 — CF3 



F2CH— CH2 



RN 821777-59-7 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-methoxyethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 821777-60-0 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-ethoxyethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CN 




F3C— CH2 



RN 821777-61-1 HCAPLUS 

CN Benzonitrile, 4- [ [2- (2, 2, 2-trif luoroethoxy) ethyl] (2, 2, 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME) 



CN 
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RN 821777-62-2 HCAPLUS 

CN Benzonitrile, 4- [methyl (2,2, 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - 
(CA INDEX NAME ) 



CN 




RN 821777-63-3 HCAPLUS 

CN Benzonitrile, 4- [ethyl ( 2 , 2 , 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - 
(CA INDEX NAME) 




RN 821777-64-4 HCAPLUS 

CN Benzonitrile, 4- [propyl (2,2, 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - 
(CA INDEX NAME) 




RN 821777-65-5 HCAPLUS 

CN Benzonitrile, 4- [butyl (2,2, 2-trif luoroethyl ) amino] -2- (trif luoromethyl ) - 
(CA INDEX NAME) 
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RN 821777-67-7 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-methylpropyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 821777-69-9 HCAPLUS 

CN Benzonitrile, 4- [ ( 3-methylbutyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CN 




F3C— CH2 



RN 821777-70-2 HCAPLUS 

CN Benzonitrile, 4- [ 2-propyn-l-yl (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



cn 




F3C— CH2 
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RN 821777-71-3 HCAPLUS 

CN Benzonitrile, 4- [ (2-f luoroethyl) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



CN 




FCH2— CH2 



RN 821777-72-4 HCAPLUS 

CN Benzonitrile, 4- [ [2- (methylthio) ethyl] (2, 2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 




RN 821777-74-6 HCAPLUS 

CN Acetamide, N- [ 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 
trif luoroethyl) amino] ethyl] - (CA INDEX NAME) 




RN 821777-75-7 HCAPLUS 

CN Carbamic acid, [ 2- [[ 4-cyano-3- (trif luoromethyl ) phenyl ]( 2 , 2 , 2- 

trif luoroethyl) amino] ethyl] -, methyl ester (9CI) (CA INDEX NAME) 
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RN 821777-76-8 HCAPLUS 

CN Carbamic acid, [ 2- [[ 4-cyano-3- ( trif luoromethyl ) phenyl ]( 2 , 2 , 2- 

trif luoroethyl) amino] ethyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX 
NAME) 




RN 821777-77-9 HCAPLUS 

CN Methanesulf onamide, N- [2- [[ 4-cyano-3- (trif luoromethyl ) phenyl] (2,2,2- 
trif luoroethyl) amino] ethyl] - (CA INDEX NAME) 




RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of substituted anilines as androgen receptor modulators) 
RN 821777-79-1 HCAPLUS 

CN Benzonitrile, 4- [ ( cyclopropylmethyl ) [3- [ [ ( 1 , 1- 

dimethylethyl ) dimethylsilyl ] oxyjpropyl] amino] -2- (trif luoromethyl ) - (CA 
INDEX NAME) 
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RN 821777-85-9 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ (methylsulf onyl ) oxy] ethyl ] ( 2 , 2 , 2- 

trif luoroethyl) amino] -2- (trif luoromethyl) - (CA INDEX NAME ) 




RN 821777-86-0 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-aminoethyl ) (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl) - (CA INDEX NAME) 



en 




F3C— CH2 
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Author Search 



=> FILE HCAPLUS 

FILE 'HCAPLUS' ENTERED AT 10:22:18 ON 26 SEP 2008 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2008 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
the American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 26 Sep 2008 VOL 149 ISS 14 
FILE LAST UPDATED: 25 Sep 2008 (20080925/ED) 

HCAplus now includes complete International Patent Classification (IPC) 
reclassification data for the second quarter of 2008. 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 
'OBI' IS DEFAULT SEARCH FIELD FOR 'HCAPLUS' FILE 

=> D STAT QUE L4 

LI STR 



Gl CF3, [@1] 
G2 CF3, [@1] 
G3 [@2] , [S3] 
G4 
G5 

G6 CN,N02, X 



Structure attributes must be viewed using STN Express query preparation. 
L3 774 SEA FILE=REGISTRY SSS FUL LI 



G2 3 Cy 1 



Aki_Gl 



G3 




CH 
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3 7 SEA FILE=HCAPLUS ABB=ON PLU=ON L3 



=> D STAT QUE L7 

L5 STR 

* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT 

Structure attributes must be viewed using STN Express query preparation. 

L6 ( 189) SEA FILE=REGISTRY SSS FUL L5 

L7 4 SEA FILE=HCAPLUS ABB=ON PLU=ON L6 



=> D STAT QUE L13 
LI STR 



G2 3 Cy 1 



CH 



G3 
i 

A. , 
'--Ak 



Ak^_Gl 



C^^ 

Gl CF3, [@1] 
G2 CF3, [@1] 
G3 [@2] , [S3] 
G4 
G5 

G6 CN,N02, X 



CH 



Structure attributes must be viewed using STN Express query preparation. 
L3 774 SEA FILE=REGISTRY SSS FUL LI 

L10 STR 
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G2- 



Cy 



Ak_£ — Gl 



Gl CF3, [@1] 
G2 CF3, [@1] 
G3 [@2] , [S3] 
G4 
G5 

G6 CN,N02, X 
G7 O, S, N 



G3 



Gl 



CH 



Structure attributes must be viewed using STN Express query preparation. 
L12 395 SEA FILE=REGISTRY SUB=L3 SSS FUL L10 

L13 16 SEA FILE=HCAPLUS ABB=ON PLU=ON LI 2 



=> S L13,L7,L4 NOT L34 

L42 31 (L13 OR L7 OR L4) NOT L34 

=> FILE WPIX 

FILE 'WPIX' ENTERED AT 10:23:24 ON 26 SEP 2008 
COPYRIGHT (C) 2008 THOMSON REUTERS 

FILE LAST UPDATED: 20 SEP 2008 <20080920/UP> 

MOST RECENT UPDATE: 200860 <200860/DW> 

DERWENT WORLD PATENTS INDEX SUBSCRIBER FILE, COVERS 1963 TO DATE 

>>> Now containing more than 1.1 million chemical structures in DCR <<< 

>>> IPC Reform backfile reclassifications have been loaded to the end of 
June 2008. No update date (UP) has been created for the 
reclassified documents, but they can be identified by 
20060101/UPIC and 20061231/UPIC, 20070601/UPIC, 20071001/UPIC, 
20071130/UPIC, 20080401/UPIC and 20080701/UPIC . 

ECLA reclassifications to June and US national classifications to 

the end of April 2008 have also been loaded. Update dates 

20080401 and 20080701/UPEC and /UPNC have been assigned to these. «< 

FOR A COPY OF THE DERWENT WORLD PATENTS INDEX STN USER GUIDE, 
PLEASE VISIT: 

http : / /www . stn- inter nat ional . de/training_center/pat ents/st n_guide . pdf 
FOR DETAILS OF THE PATENTS COVERED IN CURRENT UPDATES, SEE 

http : / /scientific . t horns onreuters ■ com/support /patents /cover age/ latest updates/ 

EXPLORE DERWENT WORLD PATENTS INDEX IN STN ANAVIST, VERSION 2.0: 

http : / /www . stn-internat ional . com / archive /present at ion s / DWP I AnaVi st. 2_0 6 0 8 . pdf 
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>>> HELP for European Patent Classifications see HELP ECLA, HELP ICO <<< 



' BI , ABEX ' IS DEFAULT SEARCH FIELD FOR 'WPIX' FILE 

=> D STAT QUE L3 7 
L8 STR 

* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

Structure attributes must be viewed using STN Express query preparation. 

L36 109 SEA FILE=WPIX SSS FUL L8 

L3 7 2 SEA FILE=WPIX ABB=ON PLU=ON L36/DCR 



=> S L37 NOT L38 

L43 0 L37 NOT L38 

=> FILE BEILSTEIN 

FILE 'BEILSTEIN' ENTERED AT 10:24:26 ON 26 SEP 2008 

COPYRIGHT (c) 2008 Beilstein-Institut zur Foerderung der Chemischen Wissenschaf ten 
licensed to Beilstein GmbH and MDL Information Systems GmbH 

FILE LAST UPDATED ON April 1, 2008 

FILE COVERS 1771 TO 2008. 

*** FILE CONTAINS 10.322,808 SUBSTANCES *** 

>>>PLEASE NOTE: Reaction Data and substance data are stored in 

separate documents and can not be searched together in one query. 
Reaction data for BEILSTEIN compounds may be displayed 
immediately with the display codes PRE (preparations) and REA 
(reactions). A substance answer set retrieved after the search 
for a chemical name, a compounds with available reaction 
information by combining with PRE/FA, REA/FA or more generally 
with RX/FA. The BEILSTEIN Registry Number (BRN) is the link 
between a BEILSTEIN compound and belonging reactions. For mo 
detailed reaction searches BRNs can be searched as reaction 
partner BRNs Reactant BRN (RX.RBRN) or Product BRN (RX.PBRN).«< 

»> FOR SEARCHING PREPARATIONS SEE HELP PRE <<< 
********************************************** 

* PLEASE NOTE THAT THERE ARE NO FORMATS FREE OF COST. * 

* SET NOTICE FEATURE: THE COST ESTIMATES CALCULATED FOR SET NOTICE * 

* ARE BASED ON THE HIGHEST PRICE CATEGORY. THEREFORE; THESE * 

* ESTIMATES MAY NOT REFLECT THE ACTUAL COSTS. * 

* FOR PRICE INFORMATION SEE HELP COST * 
********************************************************************* 

>>> Price change as of January 1st, 2008: Connect Time and Structure 
Search fees re-introduced. See NEWS and HELP COST <<< 

=> D STAT QUE L40 
L8 STR 

* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

Structure attributes must be viewed using STN Express query preparation. 
L9 189 SEA FILE=REGISTRY SSS FUL L8 
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0 SEA FILE=BEILSTEIN ABB=ON PLU=ON L9 



=> DUP REM L42 L43 L40 
L43 HAS NO ANSWERS 
L4 0 HAS NO ANSWERS 

DUPLICATE IS NOT AVAILABLE IN ' BEILSTEIN ' . 

ANSWERS FROM THESE FILES WILL BE CONSIDERED UNIQUE 

FILE 'HCAPLUS' ENTERED AT 10:24:44 ON 26 SEP 2008 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2008 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
the American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 



FILE COVERS 1907 - 26 Sep 2008 VOL 149 ISS 14 
FILE LAST UPDATED: 25 Sep 2008 (20080925/ED) 



HCAplus now includes complete International Patent Classification (IPC) 
reclassification data for the second quarter of 2008. 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 



This file contains CAS Registry Numbers for easy and accurate 

substance identification. 
'OBI' IS DEFAULT SEARCH FIELD FOR ' HCAPLUS ' FILE 
PROCESSING COMPLETED FOR L42 
PROCESSING COMPLETED FOR L43 
PROCESSING COMPLETED FOR L40 

L44 31 DUP REM L42 L43 L40 (0 DUPLICATES REMOVED) 

ANSWERS '1-31' FROM FILE HCAPLUS 



=> D IBIB ED ABS HITSTR L44 1-31 



L44 ANSWER 1 OF 31 
ACCESSION NUMBER: 
TITLE: 



AUTHOR (S) 



CORPORATE SOURCE: 



SOURCE: 



HCAPLUS COPYRIGHT 2008 ACS on STN 
2008:962643 HCAPLUS Full-text 

Potent, Plasmodium-Selective Farnesyltransf erase 
Inhibitors That Arrest the Growth of Malaria 
Parasites: Structure-Activity Relationships of 
Ethylenediamine-Analogue Scaffolds and Homology Model 
Validation 

Fletcher, Steven; Cummings, Christopher G . ; Rivas, 
Kasey; Katt, William P.; Horney, Carrie; Buckner, 
Frederick S.; Chakrabarti, Debopam; Sebti, Said M. ; 
Gelb, Michael H.; Van Voorhis, Wesley C; Hamilton, 
Andrew D. 

Department of Chemistry, Yale University, New Haven, 
CT, 06511, USA 

Journal of Medicinal Chemistry (2008), 51(17), 
5176-5197 

CODEN: JMCMAR; ISSN: 0022-2623 
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PUBLISHER: American Chemical Society 

DOCUMENT TYPE: Journal 
LANGUAGE: English 
ED Entered STN: 11 Aug 2008 

AB New chemotherapeutics are urgently needed to combat malaria. We previously 
reported on a novel series of antimalarial, ethylenediamine-based inhibitors 
of protein farnesyltransf erase (PFT) . In the current study, we designed and 
synthesized a series of second generation inhibitors, wherein the core 
ethylenediamine scaffold was varied in order to examine both the homol. model 
of Plasmodium falciparum PFT (Pf PFT) and our predicted inhibitor binding mode. 
We identified several Pf PFT inhibitors (PfPFTIs) that are selective for Pf PFT 
vs. the mammalian isoform of the enzyme (up to 136-fold selectivity), that 
inhibit the malarial enzyme with IC50 values down to 1 nM, and that block the 
growth of P. falciparum in infected whole cells (erythrocytes) with ED50 
values down to 55 nM. The structure-activity data for these second 
generation, ethylenediamine-inspired PFT inhibitors were rationalized by 
consideration of the X-ray crystal structure of mammalian PFT and the homol. 
model of the malarial enzyme. 

IT 910910-63-3P 1052099-95-2P 1052099--96-3P 

1052099- 97-4P 1052099-98-5P 1052099-99-6P 

1052100- 03 - 4 P 1052 3 0 0 - 0 A - 5 P 

RL : DMA (Drug mechanism of action); PAC (Pharmacological activity); SPN 
(Synthetic preparation); THU (Therapeutic use); BIOL (Biological study); 
PREP (Preparation); USES (Uses) 

(plasmodium-selective farnesyltransf erase inhibitors that arrest 
malaria parasites growth: SAR of ethylenediamine analog scaffolds and 
homol. model validation) 
RN 910910-63-3 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl ) methyl ] amino ] ethyl ] -1-methyl-N- [ [ 1- ( 2-pyrimidinyl ) -4- 
piperidinyl]methyl] - (CA INDEX NAME) 



Me 




RN 1052099-95-2 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



C1I 
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RN 1052099-96-3 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




RN 1052099-97-4 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



CM 




RN 1052099-98-5 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



0 

'c— OBu-t 




RN 1052099-99-6 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 
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RN 1052100-00-1 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



CN 




RN 1052100-01-2 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




RN 1052100-02-3 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 
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RN 1052100-03-4 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



0 

'(t_OBu-t 




RN 1052100-04-5 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



He 




IT 865788-27-8 865788-35-8 910910-62-2 
1 052 099-94-1 

RL : DMA (Drug mechanism of action); PAC (Pharmacological activity); THU 
(Therapeutic use) ; BIOL (Biological study) ; USES (Uses) 

(plasmodium-selective farnesyltransf erase inhibitors that arrest 
malaria parasites growth: SAR of ethylenediamine analog scaffolds and 
homol. model validation) 
RN 865788-27-8 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -1-methyl-N- (phenylmethyl) - (CA INDEX NAME) 
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RN 865788-35-8 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl] amino] ethyl] -1-methyl-N- [ ( 2-methylphenyl ) methyl ] - (CA INDEX 
NAME ) 




RN 910910-62-2 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [[[ 2- [( 4-cyanophenyl )[( 1-methyl-lH-imidazol- 
5-yl ) methyl ] amino ] ethyl ] [ ( l-methyl-lH-imidazol-4-yl ) sulf onyl ] amino] methyl ] - 
, 1, 1-dimethylethyl ester (CA INDEX NAME) 



0 

'd:— OBu-t 





IT 



..0 52: 



■41-0P 



1' ':;21 
i n ^ 2 1 



j u - .1 i - o v 
J0-- 44-3? 
J 0 -■ 47-6P 



0521> 
052K 



4S -4P 
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RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(plasmodium-selective farnesyltransf erase inhibitors that arrest 
malaria parasites growth: SAR of ethylenediamine analog scaffolds and 
homol. model validation) 
RN 1052100-30-7 HCAPLUS 
CN INDEX NAME NOT YET ASSIGNED 




RN 1052100-31-8 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




RN 1052100-40-9 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



Me Ph 
Me— C— CH2— O— Ji— Bu-t 



Me 

1 



CN 



RN 1052100-41-0 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 
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Me 



Me 



Me 

— C— CH? — 



2 — OH 



o- 



CH 2 -l CC^T^ 



CN 



RN 1052100-44-3 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




RN 1052100-45-4 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




RN 1052100-46-5 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



C1I 




RN 1052100-47-6 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 
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RN 1052100-48-7 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



Me 



CH2— N. 



'c— CH2— CH2 — 




2 — OH 

CN 



RN 1052100-49-8 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



CN 




RN 1052100-50-1 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



CN 
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RN 1052100-51-2 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



CN 




CH2 — Ph 

O 



^C^> CH2 — N '<LcH2-CH2-L| 

tie \ € 



RN 1052100-52-3 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



Me 

V 




:— OBu-t 



CN 



Me 



4."" \ 'I— N— CH2-CH2 — 'c N-CH2 (f ")> 

n ij ^-n 7 



RN 1052100-54-5 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



Me 



CH2 — 



C— CH2— CH2— 



2— O— CH2 — Ph 

CN 
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AB Title compds . I [Rl = H, (un) substituted alkyl, alkenyl, alkynyl, etc.; R2 = 
(un) substituted alkyl, alkenyl, alkynyl, aryl, etc.; R3 = H, (un) substituted 
aryl or alkyl; R4 = (un) substituted alkyl, alkenyl, aryl, heterocyclyl , etc.; 
or R3 and R4 may together form (un) substituted nitrogen heterocycle; R6 = H, 
halo, alkyl or alkoxy; R7 and R8 independently = H or halo; T = methylene or 
carbonyl] , and their pharmaceutically acceptable salts, are disclosed as renin 
inhibitors and as such are useful for the treatment of a disease (= disorder) 
that depends on activity of renin. Thus, e.g., II was prepared in a multistep 
synthesis from indole-3-carboxaldehyde via N-alkylation with toluene-4- 
sulfonic acid 3-methoxypropyl ester followed by reductive amination with 
cyclopropyl amine, reaction with 2 , 4-dioxo-3-oxa-7-aza- bicyclo [3 . 3 . 1 ] nonane- 
7-carboxylic acid tert Bu ester, amidation with isobutylamine and 
deprotection . I in assays for inhibition of recombinant human renin will 
preferably possess IC50 values in the range from 1 nM to 20 uM (no data) . 
Further disclosed are methods for preparation of a pharmaceutical formulation 
for the treatment of a disease that depends on activity of renin. 

IT 944137-09-.1P 9 44 137-10 --4P 344137-23-5P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of substituted piperidine compds. as renin inhibitors) 
RN 944137-09-1 HCAPLUS 

CN 3 , 5-Piperidinedicarboxamide, N3- [ 4-cyano-3- ( 3-methoxypropoxy ) phenyl ] -N3- 
cyclopropyl-N5- [3-methyl-l- ( 2-methylpropyl ) butyl ] -, (3R, 5S) -rel- (CA 
INDEX NAME) 

Relative stereochemistry. 




RN 944137-10-4 HCAPLUS 

CN 3 , 5-Piperidinedicarboxamide, N3- [ 4-cyano-3- (3-methoxypropoxy) phenyl ] -N3- 
cyclopropyl-N5- (2-methoxy-6-methylphenyl) -, (3R,5S)- (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 944137-29-5 HCAPLUS 

CN 3 , 5-Piperidinedicarboxamide, N3- [ 4-cyano-3- ( 3-methoxypropoxy ) phenyl ] -N3- 
cyclopropyl-N5- [1- (4-pyridinyl) cyclopentyl] -, (3R,5S)- (CA INDEX NAME) 

Absolute stereochemistry. 




OMe 



IT 944142-31-8P 944142-32-9P 944142-34-1P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation of substituted piperidine compds . as renin inhibitors) 
RN 944142-31-8 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 3- [ [ [ 4-cyano-3- (3- 

methoxypropoxy ) phenyl ] cyclopropylamino] car bony 1 ] -5- [ [ [ 1- ( 4- 
pyridinyl ) cyclopentyl ] amino ] carbonyl ] -, 1 , 1-dimethylethyl ester, (3R,5S)- 
(CA INDEX NAME) 

Absolute stereochemistry. 




OMe 
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RN 944142-32-9 HCAPLUS 

CN 1 , 3-Piperidinedicarboxylic acid, 5- [ [ [ 4-cyano-3- ( 3- 

methoxypropoxy ) phenyl ] cyclopropylamino] car bony 1 ] -, 1- ( 1 , 1 -dimethyl ethyl ) 
ester, (3S,5R)- (CA INDEX NAME) 

Absolute stereochemistry. 



MeO' 



(CH2) 3 




o 

u 

v OBu-t 



02H 



RN 944142-34-1 HCAPLUS 

CN 1 , 3-Piperidinedicarboxylic acid, 5- [ [ [ 4-cyano-3- (3- 

methoxypropoxy ) phenyl ] cyclopropylamino] car bony 1 ] -, 1- ( 1 , 1 -dimethyl ethyl ) 
3-methyl ester, (3S,5R)- (CA INDEX NAME) 

Absolute stereochemistry. 



MeO' 



(CH 2 




OBu-t 
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AB The invention relates to the compds . of formula I: in which Rl and R2 are H, 

(C1-C6 ) alkyl, (C3-C8 ) cycloalkyl, or together form a (un) saturated 5-7-membered 
carbocyclic ring; Q is (CH2 ) m-X- (CH2 ) n-A; A is a direct link, O, S, SO, S02, 
NR5; X is a direct link, CF2, O, S, SO, S02, C(O), NR5 or CR6R7; Z is 
(un) substituted Ph or heterocycle; m and n are 0-4; R3 is H, OH, (C1-C6 ) alkyl, 
etc.;R4 is H, OH, CN, halo, (C1-C6 ) alkoxy , etc.; R3 and R4 together with the 
Ph ring bearing them can also form a benzofuran or a N-methylbenzotriazole ; R6 
and R7 are H, halo, (C1-C6) alkyl or (C3-C8) cycloalkyl; R5, is H, OH, (Cl- 
C6) alkyl, or (C3-C8 ) cycloalkyl; . I are inhibitors of the enzymes aromatase 
and/ or steroid sulfatase and/or carbonic anhydrase and can be used alone or 
in combination with other active ingredients for the treatment or the 
prevention of any hormone or non hormone-dependent cancer, in humans as well 
as in wild or domestic animals. Because of their inhibition activity of 
aromatase and/or steroid sulfatase, the compds. of the invention are suitable 
for the management of estrogen-regulated reproductive functions, in humans as 
well as in wild or domestic animals. The invention also relates to the 
pharmaceutical compns. containing these compds. Example compound, 4-[N-(4- 
hydroxyphenylmethyl ) - N- ( lH-imidazol-l-yl ) amino] benzonitrile (II) , was 



Page 197 of 318 



Serial No.: 10/598,508 

prepared by reacting 4-hydroxybenzyl bromide and 4- [N- ( lH-imidazol-1- 
yl ) amino] benzonitrile . II inhibited human aromatase with IC50 = 0.17 nM. 
IT 936575-69-8P 

RL: BYP (Byproduct); PREP (Preparation) 

(drug candidate; preparation of 1-N-Ph-amino-lH-imidazole derivs. as 
aromatase, steroid sulfatase, and carbonic anhydrase inhibitors and 
pharmaceutical compns. containing them) 
RN 936575-69-8 HCAPLUS 

CN Sulfamic acid, N- ( aminosulf onyl ) -, compd. with 4- [[( 3-bromophenyl ) methyl ] - 
lH-imidazol-l-ylamino] benzonitrile (1:1) (CA INDEX NAME ) 

CM 1 

CRN 936575-68-7 
CMF C17 H13 Br N4 




CM 2 

CRN 13776-65-3 
CMF H4 N2 05 S2 



H2N— Jl— NH— SO3H 



IT 854602-62-3P, 4- [N- ( 4-Hydroxyphenylmethyl ) -N- ( lH-imidazol-1- 
yl) amino] benzonitrile 8M602-63-4P, 4- [N- ( 3-Chloro-4- 
hydroxyphenylmethyl ) -N- ( lH-imidazol-l-yl ) amino] benzonitrile 
8546G2-64-5P, 4- [N- ( 3-Bromo-4-hydroxyphenylmethyl ) -N- ( lH-imidazol- 
1-yl) amino] benzonitrile 854S02-65--6P, 4- [N- [ ( 4-Hydroxy-3- 
methoxyphenyl ) methyl ] -N- ( lH-imidazol-l-yl ) amino] benzonitrile 
854602-67-8P, 4- [N- (3-Formyl-4-hydroxyphenylmethyl) — N— ( lH-imidazol- 
1-yl) amino] benzonitrile 854602-76-9P, 4- [N- [ (2, 2-Dioxido-l, 2,3- 
benzoxathiazin-6-yl ) methyl ] -N- ( lH-imidazol-l-yl ) amino] benzonitrile 
936 5 7 5-3 1-4P, 4- [N- [2- ( 4-Benzyloxyphenoxy ) ethyl] -N- ( lH-imidazol-1- 
yl) amino] benzonitrile 336575--34-7P, 4- [N- ( 4-Hydroxy-3- 
nitrophenylmethyl ) -N- ( lH-imidazol-l-yl ) amino] benzonitrile 
936575-3 8-1P, N- ( lH-Imidazol-l-yl ) — N— ( 4-cyanophenyl ) -2- ( 4- 
hydroxyphenyl ) acetamide 936575-39-2P, N- ( 4-Cyanophenyl ) -3- ( 4- 
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hydroxyphenyl ) -N- ( lH-imidazol-l-yl ) propanamide 936575-41-6P, 

5-Nitro-N- ( 4-cyanophenyl ) -N- ( lH-imidazol-l-yl ) benzothiophene-2-carboxamide 

936575-42-7P, N- ( 4-Cyanophenyl ) -N- ( lH-imidazol-l-yl ) -2- ( 6- 

methoxybenzo [b] thien-3-yl ) acetamide 936575-43-8P, 

4- [N- ( lH-Imidazol-l-yl ) -N- [ ( 6-methoxybenzo [b]thien-3- 

yl ) methyl ] amino] benzonitrile S36575-45-0P, 4- [N- [ (6- 

Benzyloxybenzo [b] thien-2-yl)methyl] -N- ( lH-imidazol-l-yl ) amino] benzonitrile 
936575-46-1P, 4- [N- [ (6-Hydroxybenzo [b] thien-3-yl ) methyl ] -N- ( 1H- 
imidazol-l-yl ) amino] benzonitrile 936575--49-4P, 

4- [N- [ 2- ( 4-Hydroxyphenoxy ) ethyl ] -N- ( lH-imidazol-l-yl ) amino] benzonitrile 
936575-52-9?, 4- [N- [ (6-Hydroxybenzo [b] thien-2-yl ) methyl ] -N- ( 1H- 
imidazol-l-yl ) amino] benzonitrile 936575-54-1P, 

5- Amino-N- ( 4-cyanophenyl ) -N- ( lH-imidazol-l-yl ) benzothiophene-2-carboxamide 
936575-73 -4P, 4- [N- [ ( 2 , 2-Dioxido-3-tosyl-3H-l , 2 , 3-benzoxathiazol-5- 

yl ) methyl ] -N- ( lH-imidazol-l-yl ) amino] benzonitrile 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(drug candidate; preparation of 1-N-Ph-amino-lH-imidazole derivs. as 
aromatase, steroid sulfatase, and carbonic anhydrase inhibitors and 
pharmaceutical compns. containing them) 
RN 854602-62-3 HCAPLUS 

CN Benzonitrile, 4- [[( 4-hydroxyphenyl ) methyl ] -lH-imidazol-l-ylamino] - (CA 
INDEX NAME) 



RN 854602-63-4 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3-chloro-4-hydroxyphenyl ) methyl ] -lH-imidazol-l-ylamino] - 
(CA INDEX NAME) 




N. 
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RN 854602-64-5 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3-bromo-4-hydroxyphenyl ) methyl ] -lH-imidazol-l-ylamino] - 
(CA INDEX NAME ) 




RN 854602-65-6 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4-hydroxy-3-methoxyphenyl ) methyl ] -lH-imidazol-1- 
ylamino]- (CA INDEX NAME) 




RN 854602-67-8 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3-f ormyl-4-hydroxyphenyl ) methyl ] -lH-imidazol-l-ylamino] - 
(CA INDEX NAME) 




RN 854602-76-9 HCAPLUS 
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CN Benzonitrile, 4- [ [ (2,2-dioxido-l,2, 3-benzoxathiazin-6-yl ) methyl ] -1H- 
imidazol-l-ylamino] - (CA INDEX NAME) 




RN 936575-31-4 HCAPLUS 

CN Benzonitrile, 4- [ lH-imidazol-l-yl [ 2- [ 4- (phenylmethoxy ) phenoxy ] ethyl ] amino] - 
(CA INDEX NAME) 




RN 936575-34-7 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4-hydroxy-3-nitrophenyl ) methyl ] -lH-imidazol-l-ylamino] - 
(CA INDEX NAME) 




RN 936575-38-1 HCAPLUS 
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CN Benzeneacetamide, N- ( 4-cyanophenyl ) -4-hydroxy-N-lH-imidazol-l-yl- (CA 
INDEX NAME ) 




RN 936575-39-2 HCAPLUS 

CN Benzenepropanamide, N- ( 4-cyanophenyl ) -4-hydroxy-N-lH-imidazol-l-yl- (CA 
INDEX NAME) 




RN 936575-41-6 HCAPLUS 

CN Benzo [b] thiophene-2-carboxamide, N- ( 4-cyanophenyl ) -N-lH-imidazol-l-yl-5- 
nitro- (CA INDEX NAME) 



cn 




RN 936575-42-7 HCAPLUS 
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CN Benzo [b] t hi ophene-3-acet amide, N- ( 4-cyanophenyl ) -N-lH-imidazol-l-yl-6- 
methoxy- (CA INDEX NAME ) 



CN 




RN 936575-43-8 HCAPLUS 

CN Benzonitrile, 4- [lH-imidazol-l-yl [ (6-methoxybenzo [b] thien-3- 
yl ) methyl] amino] - (CA INDEX NAME) 



CN 




RN 936575-45-0 HCAPLUS 

CN Benzonitrile, 4- [ lH-imidazol-l-yl [ [ 6- (phenylmethoxy ) benzo [b]thien-2- 
yl ] methyl] amino] - (CA INDEX NAME) 



CN 




RN 936575-46-1 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 6-hydroxybenzo [b] thien-3-yl ) methyl ] -lH-imidazol-1- 
ylamino]- (CA INDEX NAME) 



C1T 
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RN 936575-49-4 HCAPLUS 

CN Benzonitrile, 4- [ [2- ( 4-hydroxyphenoxy ) ethyl] -lH-imidazol-l-ylamino] - (CA 
INDEX NAME ) 




RN 936575-52-9 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 6-hydroxybenzo [b] thien-2-yl ) methyl ] -lH-imidazol-1- 
ylamino]- (CA INDEX NAME) 



CN 




RN 936575-54-1 HCAPLUS 

CN Benzo [b] thiophene-2-carboxamide, 5-amino-N- ( 4-cyanophenyl ) -N-lH-imidazol-1- 
yl- (CA INDEX NAME) 



cn 




RN 936575-73-4 HCAPLUS 

CN Benzonitrile, 4- [ lH-imidazol-l-yl [ [3- [ ( 4-methylphenyl ) sulfonyl] -2, 2- 
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dioxido-3H-l, 2, 3-benzoxathiazol-5-yl]methyl] amino] - (CA INDEX NAME ) 



CN 




IT 8546Q2-71-4P, Sulfamic acid 4- [ [N- ( 4-cyanophenyl ) -N- ( lH-imidazol-1- 
yl ) amino] methyl ] phenyl ester 854602-72-5P, Sulfamic acid 

2- chloro-4- [ [N- ( 4-cyanophenyl ) -N- ( lH-imidazol-l-yl ) amino] methyl ] phenyl 
ester 854602-74-7P, Sulfamic acid 2-methoxy-4- [ [N- ( 4- 

cyanophenyl ) -N- ( lH-imidazol-l-yl ) amino] methyl ] phenyl ester 

854602-75-8P, Sulfamic acid 2,3,5, 6-tetraf luoro-4- [ [N- ( 4- 

cyanophenyl ) -N- ( lH-imidazol-l-yl ) amino] methyl ] phenyl ester 

854502-78-1P, 4- [N- [ (2, 2-Dioxido-3, 4-dihydro-l, 2, 3-benzoxathiazin- 

6-yl ) methyl ] -N- ( lH-imidazol-l-yl ) amino] benzonitrile 936575- 3 2-5P 

, 4- [N- [ ( 6-Chloropyridin-3-yl) methyl ] -N- (lH-imidazol-1- 

yl) amino] benzonitrile 936575-33-6P, 4- [ [N- ( 4-Cyanophenyl ) -N- ( 1H- 

imidazol-l-yl ) amino ] methyl ] benzenesulf onamide 936575-35 - SP, 

5- [ [N- ( 4-Cyanophenyl ) -N- ( lH-imidazol-l-yl ) amino] methyl ] -2-methoxybenzoic 

acid 93 6 5 75-3 6 --9P, 6 -Chloro-N- ( 4-cyanophenyl ) -N- ( lH-imidazol-1- 

yl ) nicotinamide 936575-37-0P, N- ( lH-Imidazol-l-yl ) -N- ( 4- 

cyanophenyl ) -2- ( 4-f luorophenyl ) acet amide 936575-4 7-2 P, 

N- ( 4-Cyanophenyl ) -N- ( lH-imidazol-l-yl ) -2- ( 6-hydroxybenzo [b]thien-3- 

yl) acetamide 936575-48-3P, 4- [N- ( 3-Amino-4-hydroxyphenylmethyl ) - 

N- ( lH-imidazol-l-yl ) amino ] benzonitrile 936 5 7 5-5 7- 4P 

936575-59-6F, Sulfamic acid 4- [ 2- [N- ( 4-cyanophenyl ) -N- ( IH-imidazol- 
1-yl ) amino] ethoxy] phenyl ester 936575-60--9P, Sulfamic acid 
4- [ [N- ( 4-cyanophenyl ) -N- ( lH-imidazol-l-yl ) carbamoyl ] methyl ] phenyl ester 
936575-61-- OP 935575-62- IP, Sulfamic acid 

3- [ ( amino sulfonyl ) amino ] -4- [ [N- ( 4-cyanophenyl ) -N- ( lH-imidazol-1- 
yl ) amino] methyl ] phenyl ester 936575-63-2P, 5- 

[ (Amino sulfonyl ) amino ] -N- ( 4-cyanophenyl ) -N- ( lH-imidazol-1- 
yl ) benzothiophene-2-carboxamide 936 575- 65--4P, Sulfamic acid 
3- [2- [N- (4-cyanophenyl) -N- ( lH-imidazol-l-yl ) amino] -2- 
oxoethyl] benzo [b] thien-6-yl ester 936575-66-5P, Sulfamic acid 

3- [ [N- ( 4-cyanophenyl ) -N- ( lH-imidazol-l-yl ) amino] methyl ] benzo [b]thien-6-yl 
ester 9365 75--67-6P, Sulfamic acid 2- [ [N- ( 4-cyanophenyl ) -N- ( 1H- 
imidazol-l-yl ) amino] methyl] benzo [b] thien-6-yl ester 936 575- 70-1P 

, 5- [ [N- ( 4-Cyanophenyl ) -N- ( lH-imidazol-l-yl ) amino] methyl ] -2-hydroxybenzoic 
acid 936575-72-3P, 4- [N— [3- (Tosylamino) -4-hydroxybenzyl ] -N- ( 1H- 
imidazol-l-yl ) amino] benzonitrile 936575-74-5P, 

4- [N- [ (2, 2-Dioxido-3H-l, 2 , 3-benzoxathiazol-5-yl ) methyl ] -N- ( lH-imidazol-1- 
yl ) amino] benzonitrile 936575- 75-SP, 1- ( 4-Cyanophenyl ) -1- ( 1H- 
imidazol-l-yl ) -3-phenylurea 

RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of 1-N-Ph-amino-lH-imidazole derivs. as 
aromatase, steroid sulfatase, and carbonic anhydrase inhibitors and 
pharmaceutical compns. containing them) 
RN 854602-71-4 HCAPLUS 
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CN Sulfamic acid, 4- [[( 4-cyanophenyl) -lH-imidazol-l-ylamino] methyl] phenyl 
ester (CA INDEX NAME ) 



H2N— 




RN 854602-72-5 HCAPLUS 

CN Sulfamic acid, 2-chloro-4- [[( 4-cyanophenyl ) -lH-imidazol-1- 
ylamino] methyl] phenyl ester (CA INDEX NAME) 




RN 854602-74-7 HCAPLUS 

CN Sulfamic acid, 4- [[( 4-cyanophenyl) -lH-imidazol-l-ylamino] methyl] -2- 
methoxyphenyl ester (CA INDEX NAME) 




0 



H2N_'!_b 
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RN 854602-75-8 HCAPLUS 

CN Sulfamic acid, 4- [ [ ( 4-cyanophenyl ) -lH-imidazol-l-ylamino] methyl ] -2 , 3 , 5 , 6- 
tetraf luorophenyl ester (CA INDEX NAME) 




RN 854602-78-1 HCAPLUS 

CN Benzonitrile, 4- [ [ (3, 4-dihydro-2, 2-dioxido-l, 2, 3-benzoxathiazin-6- 
yl)methyl] -lH-imidazol-l-ylamino ] - (CA INDEX NAME) 




RN 936575-32-5 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 6-chloro-3-pyridinyl ) methyl ] -lH-imidazol-l-ylamino] - 
(CA INDEX NAME) 
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RN 936575-33-6 HCAPLUS 

CN Benzenesulf onamide, 4- [ [ ( 4-cyanophenyl ) -lH-imidazol-l-ylamino] methyl] - 
(CA INDEX NAME ) 




RN 936575-35-8 HCAPLUS 

CN Benzoic acid, 5- [[( 4-cyanophenyl) -lH-imidazol-l-ylamino] methyl] -2-methoxy- 
(CA INDEX NAME) 



H02C 




RN 936575-36-9 HCAPLUS 

CN 3-Pyridinecarboxamide, 6-chloro-N- ( 4-cyanophenyl ) -N-lH-imidazol-l-yl- (CA 
INDEX NAME) 
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RN 936575-37-0 HCAPLUS 

CN Benzeneacetamide, N- ( 4-cyanophenyl ) -4-f luoro-N-lH-imidazol-l-yl- (CA 
INDEX NAME ) 




RN 936575-47-2 HCAPLUS 

CN Benzo [b] thiophene-3-acetamide, N- ( 4-cyanophenyl ) -6-hydroxy-N-lH-imidazol-l- 
yl- (CA INDEX NAME) 




RN 936575-48-3 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3-amino-4-hydroxyphenyl ) methyl ] -lH-imidazol-l-ylamino] - 
(CA INDEX NAME) 




RN 936575-57-4 HCAPLUS 

CN Sulfamic acid, 2-bromo-4- [[( 4-cyanophenyl ) -lH-imidazol-1- 
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ylamino] methyl] phenyl ester, hydrochloride (1:?) (CA INDEX NAME) 




RN 936575-59-6 HCAPLUS 

CN Sulfamic acid, 4- [2- [ ( 4-cyanophenyl) -lH-imidazol-l-ylamino] ethoxy] phenyl 
ester (CA INDEX NAME) 




RN 936575-60-9 HCAPLUS 

CN Sulfamic acid, 4- [2- [( 4-cyanophenyl) -lH-imidazol-l-ylamino] -2- 
oxoethyl] phenyl ester (CA INDEX NAME) 
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RN 936575-61-0 HCAPLUS 

CN Sulfamic acid, 4- [3- [ ( 4-cyanophenyl ) -lH-imidazol-l-ylamino] -3- 
oxopropyl] phenyl ester (CA INDEX NAME) 




RN 936575-62-1 HCAPLUS 

CN Sulfamic acid, 3- [( aminosulf onyl ) amino] -4- [[( 4-cyanophenyl ) -lH-imidazol-1- 
ylamino] methyl] phenyl ester (CA INDEX NAME) 




n 



Page 211 of 318 



Serial No.: 10/598,508 



RN 936575-63-2 HCAPLUS 

CN Benzo [b] thiophene-2-carboxamide, 5- [ (aminosulf onyl) amino] -N 
cyanophenyl) -N-lH-imidazol-l-yl- (CA INDEX NAME) 




RN 936575-65-4 HCAPLUS 

CN Sulfamic acid, 3- [2- [ ( 4-cyanophenyl ) -lH-imidazol-l-ylamino] 
oxoethyl] benzo [b] thien-6-yl ester (CA INDEX NAME) 




RN 936575-66-5 HCAPLUS 

CN Sulfamic acid, 3- [[( 4-cyanophenyl ) -lH-imidazol-1- 

ylamino]methyl]benzo [b] thien-6-yl ester (CA INDEX NAME) 



CN 




RN 936575-67-6 HCAPLUS 

CN Sulfamic acid, 2- [[( 4-cyanophenyl ) -lH-imidazol-1- 

ylamino] methyl] benzo [b] thien-6-yl ester (CA INDEX NAME) 
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cn 




RN 936575-70-1 HCAPLUS 

CN Benzoic acid, 5- [[( 4-cyanophenyl ) -lH-imidazol-l-ylamino] methyl ] -2-hydroxy- 
(CA INDEX NAME) 



H02C 




RN 936575-72-3 HCAPLUS 

CN Benzenesulf onamide, N- [5- [ [ ( 4-cyanophenyl) -lH-imidazol-l-ylamino] methyl] -2- 
hydroxyphenyl] -4-methyl- (CA INDEX NAME) 




RN 936575-74-5 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 2 , 2-dioxido-3H-l , 2 , 3-benzoxathiazol-5-yl ) methyl ] -1H- 
imidazol-l-ylamino] - (CA INDEX NAME) 
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CN 




RN 936575-75-6 HCAPLUS 

CN Urea, N- ( 4-cyanophenyl ) -N-lH-imidazol-l-yl-N ' -phenyl- (CA INDEX NAME ) 




L C— NHPh 




IT 854602-66-7, 4- [N- (2,3,5, 6-Tetraf luoro-4-hydroxyphenylmethyl ) -N- 
( lH-imidazol-l-yl ) amino ] benzonitrile 936 5 /5-56-3 , 

N- ( 4-Cyanophenyl ) -N- ( lH-imidazol-l-yl ) -2- ( 6-hydroxybenzo [b]thien-2- 
yl ) acetamide 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of 1-N-Ph-amino-lH-imidazole derivs. as aromatase, steroid 
sulfatase, and carbonic anhydrase inhibitors and pharmaceutical compns. 
containing them) 
RN 854602-66-7 HCAPLUS 

CN Benzonitrile, 4- [lH-imidazol-l-yl [ (2, 3, 5, 6-tetraf luoro-4- 
hydroxyphenyl ) methyl] amino] - (CA INDEX NAME) 




RN 936575-56-3 HCAPLUS 

CN Benzo [b] thiophene-2-acetamide, N- ( 4-cyanophenyl ) -6-hydroxy-N-lH-imidazol-l- 
yl- (CA INDEX NAME) 
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R 1 R8 r7r5 r6 
R10 /X R9 J,, 




.Me 



II 



AB Compds . of formula I according to the invention are useful in one or more 
aspects to inhibit farnesyl transferase, or to treat malaria, neoplasia, a 
hyperprolif erative disease state or arthritis, including rheumatoid arthritis 
or osteoarthritis. Compds. of formula I wherein Rl is (un) substituted C3-12 
hydrocarbyl, (un) substituted heterocyclyl and (un) substituted (hetero) aryl; R 
is alkyl, acyl, etc.; R5-R10 and RN are independently H, (un) substituted Cl-12 
hydrocarbyl, (un) substituted C5-12 cycloalkyl, (un) substituted heterocyclyl, 
(un) substituted (hetero) aryl, etc.; A is thioalkyl, azolylalkyl, carboxyalkyl , 
etc.; and their pharmaceutically acceptable salts thereof are claimed. 
Example compound II was prepared by amidation of N ' -benzyl-N- ( 4-bromophenyl ) - 
N- ( 3-methyl-2H- imidazol-4-ylmethyl ) ethane-1 , 2-diamine with 1- 
methylimidazolylsulf onyl acid derivative All the invention compds. were 
evaluated for their antimalaria and anticancer activity. The tested compds. 
showed good activity. The structure activity relationship and some 
pharmacokinetics are also reported. 

IT 910910-59-7P 

RL: PAC (Pharmacological activity); PRP (Properties); RCT (Reactant); SPN 
(Synthetic preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; 
PREP (Preparation); RACT (Reactant or reagent); USES (Uses) 

(drug candidate and intermediate; preparation of aminoethyl sulfonamide 
compds. their structure-activity relationship, pharmacokinetics, and 
methods for the treatment of malaria and cancer) 
RN 910910-59-7 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -1-methyl-N- ( 4-piper idinylmethyl ) - (CA INDEX NAME) 




IT 865788-27-8P 865788-32-5P 865788-34-7P 
910910-50-8? 910910-62-2? 9109 1Q-63-3P 

RL: PAC (Pharmacological activity); PKT (Pharmacokinetics); PRP 
(Properties) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(drug candidate; preparation of aminoethyl sulfonamide compds. their 
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structure-activity relationship, pharmacokinetics, and methods for the 
treatment of malaria and cancer) 
RN 865788-27-8 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -1-methyl-N- (phenylmethyl ) - (CA INDEX NAME ) 




RN 865788-32-5 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl] amino] ethyl] -N- ( cyclohexylmethyl ) -1-methyl- (CA INDEX NAME) 




RN 865788-34-7 HCAPLUS 

CN lH-Imidazole-4-sulfonamide, N- ( [1, 1 ' -biphenyl ] -4-ylmethyl ) -N- [2- [ (4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1-methyl- (CA 
INDEX NAME) 




RN 910910-50-8 HCAPLUS 

CN 2-Pyridinesulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -N- (phenylmethyl) - (CA INDEX NAME) 
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RN 910910-62-2 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [[[ 2- [( 4-cyanophenyl )[( 1-methyl-lH-imidazol- 
5-yl ) methyl ] amino] ethyl ] [ ( l-methyl-lH-imidazol-4-yl ) sulf onyl ] amino] methyl ] - 
, 1, 1-dimethylethyl ester (CA INDEX NAME) 



0 

'd:— OBu-t 




RN 910910-63-3 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl ) methyl ] amino ] ethyl ] -1 -methyl -N- [ [ 1- ( 2-pyr imidinyl ) -4- 
piperidinyl ] methyl ] - (CA INDEX NAME) 




RN 910910-65-5 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -1-methyl-N- [ ( 4-methylphenyl ) methyl ] - (CA INDEX 
NAME) 
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Me 




RN 910910-71-3 HCAPLUS 

CN lH-Imidazole-4-sulfonamide, N- ( [1, 1 ' -biphenyl] -3-ylmethyl ) -N- [2- [ (4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1 -methyl- (CA 
INDEX NAME) 




IT 865788-30-3P 865788-31-4P 865788-33-6P 
865788-35-8P 91091 0-49-5P 9.109 1 0 - 5 .1 - 9 P 

9 1 0 9 1 0-55- 3 P 9 1 0 9 1 0 - 5 6 - 4 P 910910 - 5 7 - 5 P 
910910-58 - 6 P 91 0910 - 6 0 - OP 910910 - 6 1 - 1 P 
910910-64-4P 310910--66-6P 910910-67-7P 
910910-68-8P 910910-69-9P 91091 0-70-2P 

RL: PAC (Pharmacological activity); PRP (Properties); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation); USES (Uses) 

(drug candidate; preparation of aminoethyl sulfonamide compds . their 
structure-activity relationship, pharmacokinetics, and methods for the 
treatment of malaria and cancer) 
RN 865788-30-3 HCAPLUS 

CN Benzenesulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl]amino]ethyl]-N-(phenylmethyl)- (CA INDEX NAME) 



Me 



O 

cJ-Ph 
CH2— CH2— N— CH2— Ph 



C H 2 — N- 



CN 
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RN 865788-31-4 HCAPLUS 

CN 1-Naphthalenesulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl ) methyl] amino] ethyl] -5- (dimethylamino) -N- (phenylmethyl ) - (CA INDEX 
NAME ) 




L— CH2— Ph 




RN 865788-33-6 HCAPLUS 

CN Acetamide, 2- [ [2- [ (4-cyanophenyl) [ (l-methyl-lH-imidazol-5- 

yl ) methyl ] amino] ethyl ] [ ( 1 -methyl- lH-imidazol-4-yl ) sulf onyl ] amino] -N- (1,1- 
dimethylethyl) - (CA INDEX NAME) 




RN 865788-35-8 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl] amino] ethyl] -1-methyl-N- [ ( 2-methylphenyl ) methyl ] - (CA INDEX 
NAME) 
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RN 910910-49-5 HCAPLUS 

CN 2-Thiophenesulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( 1-methyl-lH-imidazol 
yl) methyl] amino] ethyl] -N- (phenylmethyl) - (CA INDEX NAME ) 




RN 910910-51-9 HCAPLUS 

CN 8-Quinolinesulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( 1-methyl-lH-imidazol 
yl ) methyl] amino] ethyl ]-N- (phenylmethyl)- (CA INDEX NAME) 




RN 910910-52-0 HCAPLUS 

CN Acetamide, N- [ 2- [( 4-cyanophenyl )[( l-methyl-lH-imidazol-5- 
yl)methyl]amino]ethyl]-N-(phenylmethyl)- (CA INDEX NAME) 



Me 



CH2 



CH2 — Ph 
_CH? — N— Ac 



Q^cH 2 _l_cr' 



CN 



RN 910910-53-1 HCAPLUS 

CN Propanamide, N- [ 2- [( 4-cyanophenyl )[( l-methyl-lH-imidazol-5- 
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yl)methyl]amino]ethyl]-2-methyl-N-(phenylmethyl)- (CA INDEX NAME ) 



CH2 — Ph O 
CH2— CH2— ll '<i— Pr-i 

Me 




RN 910910-54-2 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl] amino] ethyl] -l-methyl-N-2-propen-l-yl- (CA INDEX NAME) 



en 




RN 910910-55-3 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -1-methyl-N- ( 2-methy 1-2 -pr open- 1-yl ) - (CA INDEX 
NAME) 



en 




RN 910910-56-4 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- ( 2-bromo-2-propen-l-yl ) -N- [2- [ (4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1 -methyl- (CA 
INDEX NAME) 
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CN 




RN 910910-57-5 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl ] -1-methyl-N- [ 2- ( lH-pyrrol-l-yl ) ethyl ] - (CA INDEX 
NAME) 



CN 




RN 910910-58-6 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl ) methyl ] amino ] ethyl ] -1-methyl-N- [ (tetrahydro-2H-pyran-4-yl ) methyl ] - (CA 
INDEX NAME) 




RN 910910-60-0 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ ( l-acetyl-4-piperidinyl ) methyl ] -N- [2- [ (4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1 -methyl- (CA 
INDEX NAME) 
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Ac 




RN 910910-61-1 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( 1-methyl-lH-imidazol- 
yl ) methyl ] amino] ethyl ] -1-methyl-N- [ [ 1- ( 2-methyl-l-oxopropyl ) -4- 
piperidinyl] methyl] - (CA INDEX NAME) 



0 




RN 910910-64-4 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( 1-methyl-lH-imidazol- 
yl) methyl] amino] ethyl] -1-methyl-N- [ ( 3-methylphenyl ) methyl ] - (CA INDEX 
NAME) 




RN 910910-66-6 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [2- [( 4-cyanophenyl) [ ( 1-methyl-lH-imidazol- 
yl)methyl]amino]ethyl]-l-methyl-N-(2-pyridinylmethyl)- (CA INDEX NAME) 
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RN 910910-67-7 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl]amino]ethyl]-l-methyl-N-(3-pyridinylmethyl)- (CA INDEX NAME ) 




RN 910910-68-8 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl ] -1-methyl-N- ( 4-pyridinylmethyl ) - (CA INDEX NAME) 




RN 910910-69-9 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ ( 3-cyanophenyl ) methyl ] -N- [2- [ (4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1 -methyl- (CA 
INDEX NAME) 
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RN 910910-70-2 HCAPLUS 

CN 1H- Imidazole- 4 -sulfonamide, N- [ ( 4-cyanophenyl ) methyl ] -N- [2- [ ( 4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1 -methyl- (CA 
INDEX NAME) 




IT 



RN 
CN 



865788- 
865788- 
91 091 0- 
910910- 
910910- 
910910- 
910910-94 



4P 910910 
8P 910910 
2P 910910 



-86-0P 910910-87 



IP 
6F 



-OP 910910-95-1P 



91 0-96- 



910910-97 - 3 F 910910-98- 4 P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(intermediate; preparation of aminoethyl sulfonamide compds . their 
structure-activity relationship, pharmacokinetics, and methods for the 
treatment of malaria and cancer) 

865788-39-2 HCAPLUS 

Carbamic acid, [ 2- [( 4-cyanophenyl )[( l-methyl-lH-imidazol-5- 

yl) methyl] amino] ethyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 865788-42-7 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- 
[ (phenylmethyl) amino] ethyl] amino] - (CA INDEX NAME) 
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RN 865788-43-8 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ ( cyclohexylmethyl ) amino] ethyl ] [ ( 1-methyl-lH-imidazol- 
5-yl)methyl] amino] - (CA INDEX NAME) 




RN 865788-44-9 HCAPLUS 

CN Acetamide, 2- [ [2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 

yl)methyl]amino]ethyl]amino]-N-(l,l-dimethylethyl)- (CA INDEX NAME) 



Me 

I 



CH2 — CH2 — NH— CH2 — — NHBu-t 

CN 




RN 865788-45-0 HCAPLUS 

CN Benzonitrile, 4- [ [2- [ ( [1, 1 ' -biphenyl] -4-ylmethyl) amino] ethyl] [ ( 1-methyl-lH- 
imidazol-5-yl)methyl] amino] - (CA INDEX NAME) 




RN 865788-46-1 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ [ ( 2- 
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methylphenyl) methyl] amino] ethyl] amino] - (CA INDEX NAME ) 




RN 910910-72-4 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl ) methyl ] amino] ethyl ] -1-methyl-N- [ [ 3- ( lH-pyrrol-l-yl ) phenyl ] methyl ] - (CA 
INDEX NAME) 




RN 910910-73-5 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -1-methyl-N- I I 4- ( IH-pyrrol-l-yl ) phenyl ] methyl ] - (CA 
INDEX NAME) 




RN 910910-82-6 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- ( 2-propen-l- 
ylamino) ethyl] amino] - (CA INDEX NAME) 
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Me 

L 



CH2 — CH2 — NH— CH2— <~H CH 2 



2-L-QT 



CN 



RN 910910-84-8 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ ( 2-methyl-2-propen- 
1-yl) amino] ethyl] amino] - (CA INDEX NAME) 




CH2 — 



CH2 

CH2 — CH2 — NH— CH 2 — 'c— Me 

CN 




RN 910910-86-0 HCAPLUS 

CN Benzonitrile, 4- [ [2- [ (2-bromo-2-propen-l-yl) amino] ethyl] [ ( 1-methyl-lH- 
imidazol-5-yl)methyl] amino] - (CA INDEX NAME) 



Me 



CH 2 

— CH? — NH — CH?— 'c— Br 



CH2 — N 



CH2 — CH2 




CN 



RN 910910-87-1 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ [2- ( lH-pyrrol-1- 
yl) ethyl] amino] ethyl] amino] - (CA INDEX NAME) 



CN 



. CH 2 — CH2— NH—CH2 — CH2 — N— CH 2' 




Me 



RN 910910-88-2 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] [2- [ [ (tetrahydro-2H- 
pyran-4-yl) methyl] amino] ethyl] amino] - (CA INDEX NAME) 
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RN 910910-89-3 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ [ ( 3- 
methylphenyl) methyl] amino] ethyl] amino] - (CA INDEX NAME) 




RN 910910-90-6 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ [ ( 4- 
methylphenyl) methyl] amino] ethyl] amino] - (CA INDEX NAME) 




RN 910910-91-7 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ ( 2- 
pyridinylmethyl) amino] ethyl] amino] - (CA INDEX NAME) 
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RN 910910-92-8 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ ( 3- 
pyridinylmethyl) amino] ethyl] amino] - (CA INDEX NAME ) 




RN 910910-93-9 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ ( 4- 
pyridinylmethyl) amino] ethyl] amino] - (CA INDEX NAME) 
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RN 910910-94-0 HCAPLUS 

CN Benzonitrile, 3- [ [ [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl]amino]ethyl]amino]methyl]- (CA INDEX NAME) 



Me 




RN 910910-95-1 HCAPLUS 

CN Benzonitrile, 4- [[ 2- [[( 4-cyanophenyl ) methyl ] amino] ethyl ] [ ( 1-methyl-lH- 
imidazol-5-yl) methyl] amino] - (CA INDEX NAME) 



Me 




RN 910910-96-2 HCAPLUS 

CN Benzonitrile, 4- [ [2- [ ( [1, 1 ' -biphenyl] -3-ylmethyl) amino] ethyl] [ (1-methyl 
imidazol-5-yl)methyl] amino] - (CA INDEX NAME) 



Me 




RN 910910-97-3 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] [2- [ [ [3- ( lH-pyrrol- 
yl)phenyl]methyl]amino]ethyl]amino]- (CA INDEX NAME) 
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Me 




RN 910910-98-4 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] [2- [ [ [ 4- ( lH-pyrrol-1- 
yl) phenyl] methyl] amino] ethyl] amino] - (CA INDEX NAME) 



He 




IT 910911-00-1 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(starting material; preparation of aminoethyl sulfonamide compds . their 
structure-activity relationship, pharmacokinetics, and methods for the 
treatment of malaria and cancer) 

RN 910911-00-1 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-aminoethyl ) [( l-methyl-lH-imidazol-5-yl ) methyl ] amino] -, 
2, 2, 2-trif luoroacetate (1:2) (CA INDEX NAME) 

CM 1 

CRN 910910-99-5 
CMF C14 H17 N5 



CH2— CH2— NH2 

Me 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 
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AB The title compds . I [Rl = H, alkyl, aryl, etc.; R2 = alkyl, aryl, 

heterocyclyl, etc.; W = substituted Ph, pyridyl, etc.; T = methylene or 
carbonyl; Rll = H, OH, halo, etc.] were prepared and formulated for use in the 
diagnostic and therapeutic treatment of a warm-blooded animal, especially for 
the treatment of a disease (or disorder) that depends on activity of renin. 
E.g., a multi-step synthesis of II, starting from 4- 

trif luoromethanesulf onyloxy-5, 6-dihydro-2H-pyr idine-1 , 3-dicarboxylic acid 1- 
tert-Bu ester 3-Me ester and 3-biphenylboronic acid, was given. Compds. I 
preferably show IC50 values in the range from 1 nM to 5 uM in recombinant 
human renin assay (no specific data given) . 

IT 897945-83-4P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of 3 , 4-substituted piperidine compds. as renin inhibitors) 
RN 897945-83-4 HCAPLUS 

CN 3-Piperidinecarboxamide, 4- [ 1 , 1 1 -biphenyl ] -3-yl-N- [ 4-cyano-3- ( 3- 

methoxypropoxy) phenyl ] -N-cyclopropyl-, (3R, 4S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 



0 



MeO^ 




IT 897955-95-2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of 3 , 4-substituted piperidine compds. as renin inhibitors) 
RN 897955-95-2 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ 1 , 1 ' -biphenyl ] -3-yl-3- [[[ 4-cyano-3- ( 3- 
methoxypropoxy ) phenyl ] cyclopropylamino] carbonyl ] -, 1 , 1 -dimethyl ethyl 
ester, (3R,4S)-rel- (CA INDEX NAME) 



Relative stereochemistry. 
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Third world nations require immediate access to inexpensive therapeutics to 
counter the high mortality inflicted by malaria. Here, the authors report a 
new class of antimalarial protein farnesyltransf erase (PFT) inhibitors, 
designed with specific emphasis on simple mol. architecture, to facilitate 
easy access to therapies based on this recently validated antimalarial target. 
This novel series of compds . represents the first Plasmodium falciparum 
selective PFT inhibitors reported (up to 145-fold selectivity), with lead 
inhibitors displaying excellent in vitro activity (IC50 < 1 nM) and toxicity 
to cultured parasites at low concns. (ED50 < 100 nM) . Initial studies of 
absorption, metabolism, and oral bioavailability are reported. 
IT 865788-27-8P 865788-32-5P 865788-34-7P 
865788-35-8P 910910-50-8P 91091 0-62-2P 
910S10-63-3P 91Q910-S6-6P 910910--73-5P 

RL: PAC (Pharmacological activity); PKT (Pharmacokinetics); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); USES (Uses) 

(structurally simple, potent, Plasmodium selective farnesyltransf erase 
inhibitors that arrest the growth of malaria parasites) 
RN 865788-27-8 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
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yl)methyl]amino]ethyl]-l-methyl-N-(phenylmethyl)- (CA INDEX NAME ) 



CN 




RN 865788-32-5 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -N- ( cyclohexylmethyl ) -1-methyl- (CA INDEX NAME) 




RN 865788-34-7 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- ( [1, 1 ' -biphenyl ] -4-ylmethyl ) -N- [2- [ (4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1-methyl- (CA 
INDEX NAME) 



Ph 




RN 865788-35-8 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl] amino] ethyl ] -1-methyl-N- [ ( 2-methylphenyl ) methyl ] - (CA INDEX 
NAME) 
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RN 910910-50-8 HCAPLUS 

CN 2-Pyridinesulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl]amino]ethyl]-N-(phenylmethyl)- (CA INDEX NAME ) 




RN 910910-62-2 HCAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [[[ 2- [( 4-cyanophenyl )[( 1-methyl-lH-imidazol- 
5-yl ) methyl ] amino ] ethyl ] [ ( 1 -methyl- lH-imidazol-4-yl ) sulf onyl ] amino] methyl ] - 
, 1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 910910-63-3 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl ) methyl ] amino] ethyl ] -1-methyl-N- [ [ 1- ( 2-pyrimidinyl ) -4- 
piperidinyl] methyl] - (CA INDEX NAME) 
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RN 910910-66-6 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl]amino]ethyl]-l-methyl-N-(2-pyridinylmethyl)- (CA INDEX NAME) 




RN 910910-73-5 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -1-methyl-N- [ [ 4- ( lH-pyrrol-l-yl ) phenyl ] methyl ] - (CA 
INDEX NAME) 




IT 



865788-30 
910910-49 
91 0910-53 
910910- 56 
910 910 - 5 9 
910910-64 
910910-68 
91 091 0-71 



■3P 
■5P 

-IF 
4P 
7P 
4P 
-8P 
■3P 



865788-31- 
91 0910-51- 
91 091 0-54- 
910910-57- 
910910-60- 
910910-65- 



4P 
9P 
2P 
5P 
OP 
5P 



855788- 
910910- 
910910- 
910910- 
910910- 
910910- 



33-6P 
52-OP 
55-3P 
58-6P 
61-1P 
67-7P 
910910-70-2P 



91091 0-69-9P 
91 091 0-72-4P 
RL : PAC (Pharmacological activity); 
(Therapeutic use) ; BIOL (Biological 
(Uses) 



SPN (Synthetic preparation) ; THU 
study); PREP (Preparation); USES 
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(structurally simple, potent, Plasmodium selective farnesyltransf erase 
inhibitors that arrest the growth of malaria parasites) 
RN 865788-30-3 HCAPLUS 

CN Benzenesulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -N- (phenylmethyl) - (CA INDEX NAME ) 




RN 865788-31-4 HCAPLUS 

CN 1-Naphthalenesulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl ) methyl ] amino ] ethyl ] -5- (dimethylamino) -N- (phenylmethyl ) - (CA INDEX 
NAME) 




RN 865788-33-6 HCAPLUS 

CN Acetamide, 2- [[ 2- [( 4-cyanophenyl )[( l-methyl-lH-imidazol-5- 

yl ) methyl ] amino] ethyl ] [ ( l-methyl-lH-imidazol-4-yl ) sulf onyl ] amino] -N- (1,1- 
dimethylethyl) - (CA INDEX NAME) 
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RN 910910-49-5 HCAPLUS 

CN 2-Thiophenesulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( 1-methyl-lH-imidazol 
yl)methyl]amino]ethyl]-N-(phenylmethyl)- (CA INDEX NAME ) 




RN 910910-51-9 HCAPLUS 

CN 8-Quinolinesulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( 1-methyl-lH-imidazol 
yl) methyl] amino] ethyl ] -N- (phenylmethyl ) - (CA INDEX NAME) 




RN 910910-52-0 HCAPLUS 

CN Acetamide, N- [ 2- [( 4-cyanophenyl )[( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -N- (phenylmethyl) - (CA INDEX NAME) 



Me 



CH2 — Ph 
— CH? — N— Ac 



C H 2 — N- 



CH2 — CH2 



CN 



RN 910910-53-1 HCAPLUS 
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CN Propanamide, N- [ 2- [( 4-cyanophenyl )[( l-methyl-lH-imidazol-5- 

yl) methyl] amino] ethyl] -2-methyl-N- (phenylmethyl) - (CA INDEX NAME ) 



Me 



CH2 



CH2— Ph O 
— CH?— ll 'c— Pr-i 



2 — N- 




CN 



RN 910910-54-2 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl] amino] ethyl] -l-methyl-N-2-propen-l-yl- (CA INDEX NAME) 




RN 910910-55-3 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -1-methyl-N- ( 2-methy 1-2 -pr open- 1-yl ) - (CA INDEX 
NAME) 




RN 910910-56-4 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- ( 2-bromo-2-propen-l-yl ) -N- [2- [ (4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1 -methyl- (CA 
INDEX NAME) 
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CN 




RN 910910-57-5 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl ] -1-methyl-N- [ 2- ( lH-pyrrol-l-yl ) ethyl ] - (CA INDEX 
NAME) 



CN 




RN 910910-58-6 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl ) methyl ] amino ] ethyl ] -1-methyl-N- [ (tetrahydro-2H-pyran-4-yl ) methyl ] - (CA 
INDEX NAME) 




RN 910910-59-7 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -1-methyl-N- ( 4-piperidinylmethyl ) - (CA INDEX NAME) 
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RN 910910-60-0 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ ( l-acetyl-4-piperidinyl ) methyl ] -N- [2- [ (4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1 -methyl- (CA 
INDEX NAME ) 



Ac 




RN 910910-61-1 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl ) methyl ] amino] ethyl ] -1-methyl-N- [ [ 1- ( 2 -methyl- 1-oxopropyl ) -4- 
piperidinyl]methyl] - (CA INDEX NAME) 



0 




RN 910910-64-4 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl] amino] ethyl ] -1-methyl-N- [ (3-methylphenyl ) methyl ] - (CA INDEX 
NAME) 
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RN 910910-65-5 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( 1-methyl-lH-imidazol- 
yl)methyl] amino] ethyl ] -1-methyl-N- [ ( 4-methylphenyl ) methyl ] - (CA INDEX 
NAME ) 



Me 




RN 910910-67-7 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [2- [( 4-cyanophenyl ) [ ( 1-methyl-lH-imidazol- 
yl)methyl] amino] ethyl] -1-methyl-N- ( 3-pyridinylmethyl ) - (CA INDEX NAME) 




RN 910910-68-8 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [2- [( 4-cyanophenyl) [ ( 1-methyl-lH-imidazol- 
yl) methyl] amino] ethyl] -1-methyl-N- ( 4-pyridinylmethyl ) - (CA INDEX NAME) 
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RN 910910-69-9 HCAPLUS 

CN 1H- Imidazole- 4 -sulfonamide, N- [ (3-cyanophenyl ) methyl ] -N- [2- [ ( 4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1 -methyl- (CA 
INDEX NAME ) 




RN 910910-70-2 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ ( 4-cyanophenyl ) methyl ] -N- [2- [ (4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1 -methyl- (CA 
INDEX NAME) 




RN 910910-71-3 HCAPLUS 

CN lH-Imidazole-4-sulfonamide, N- ( [1, 1 ' -biphenyl ] -3-ylmethyl ) -N- [2- [ (4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1 -methyl- (CA 
INDEX NAME) 




RN 910910-72-4 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl ) methyl ] amino] ethyl ] -1-methyl-N- [ [3- ( lH-pyrrol-l-yl ) phenyl ] methyl ] - (CA 
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IT 9 109 1 1-0 0-1 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(structurally simple, potent, Plasmodium selective farnesyltransf erase 
inhibitors that arrest the growth of malaria parasites) 
RN 910911-00-1 HCAPLUS 

CN Benzonitrile, 4- [ ( 2-aminoethyl ) [( l-methyl-lH-imidazol-5-yl ) methyl ] amino] -, 
2, 2, 2-trif luoroacetate (1:2) (CA INDEX NAME) 

CM 1 

CRN 910910-99-5 
CMF C14 H17 N5 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



C0 2 H 



IT 865788-39-2P 865788 
865788-44--9P 865788 
910310-S2-6P 910910 
9109.1.0-87-1P 910910 
910910-90-6? 910910 
910910-93-9P 910910 
910910-96-2P 910910 



42-7P 8S5788-43-8P 
45-0P 865788-46-1P 
84-8P 3I0910-86-0P 
88-2P 910910-89-3P 
91-7P 91091Q-92-8P 
94-OP 910910-95-1P 
97-3P 910910-98-4P 
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RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(structurally simple, potent, Plasmodium selective farnesyltransf erase 
inhibitors that arrest the growth of malaria parasites) 
RN 865788-39-2 HCAPLUS 

CN Carbamic acid, [ 2- [( 4-cyanophenyl )[( l-methyl-lH-imidazol-5- 

yl)methyl] amino] ethyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 865788-42-7 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- 
[ (phenylmethyl) amino] ethyl] amino] - (CA INDEX NAME) 



Me 



CH2— CH2— NH— CH2— Ph 

CN 



CH 2 -N li^^J 



RN 865788-43-8 HCAPLUS 

CN Benzonitrile, 4- [ [2- [ (cyclohexylmethyl) amino] ethyl] [ ( 1-methyl-lH-imidazol- 
5-yl) methyl] amino] - (CA INDEX NAME) 




RN 865788-44-9 HCAPLUS 

CN Acetamide, 2- [[ 2- [( 4-cyanophenyl )[( l-methyl-lH-imidazol-5- 

yl) methyl] amino] ethyl] amino] -N- (1, 1-dimethylethyl) - (CA INDEX NAME) 
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o 

CH2 — CH2 — NH— CH2 — ^ — NHBu-t 

Me 




RN 865788-45-0 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ ( [ 1 , 1 ' -biphenyl] -4-ylmethyl ) amino] ethyl] [ (1-methyl 
imidazol-5-yl)methyl] amino] - (CA INDEX NAME) 




RN 865788-46-1 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ [ ( 2- 
methylphenyl)methyl]amino]ethyl]amino]- (CA INDEX NAME) 




RN 910910-82-6 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- ( 2-propen-l- 
ylamino) ethyl] amino] - (CA INDEX NAME) 



CH2 — CH2 — NH— CH2 — CH^=CH2 

Me 
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RN 910910-84-8 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl) methyl] [ 2- [ ( 2-methyl-2-propen- 
1-yl) amino] ethyl] amino] - (CA INDEX NAME) 



Me 



CH2 



CH2 

— CH? — NH— CH2— 'c— Me 



CH2 — 




CH 



RN 910910-86-0 HCAPLUS 

CN Benzonitrile, 4- [ [2- [ (2-bromo-2-propen-l-yl) amino] ethyl] [ ( 1-methyl-lH- 
imidazol-5-yl) methyl] amino] - (CA INDEX NAME) 




CH 2 

— CH2 — NH— CH2— 'c— Br 



CH2 — 



CH2 — CH2 




CN 



RN 910910-87-1 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ [ 2- ( lH-pyrrol-1- 
yl) ethyl] amino] ethyl] amino] - (CA INDEX NAME) 



CN 



CH 2 — CH2— NH—CH2 — CH2 — N—CH2. 




Me 



RN 910910-88-2 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] [2- [ [ (tetrahydro-2H- 
pyran-4-yl) methyl] amino] ethyl] amino] - (CA INDEX NAME) 
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RN 910910-89-3 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ [ ( 3- 
methylphenyl) methyl] amino] ethyl] amino] - (CA INDEX NAME ) 




RN 910910-90-6 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ [ ( 4- 
methylphenyl) methyl] amino] ethyl] amino] - (CA INDEX NAME) 




RN 910910-91-7 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ ( 2- 
pyridinylmethyl) amino] ethyl] amino] - (CA INDEX NAME) 
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RN 910910-92-8 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ ( 3- 
pyridinylmethyl) amino] ethyl] amino] - (CA INDEX NAME ) 




RN 910910-93-9 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ ( 4- 
pyridinylmethyl) amino] ethyl] amino] - (CA INDEX NAME) 




Page 252 of 318 



Serial No.: 10/598,508 

RN 910910-94-0 HCAPLUS 

CN Benzonitrile, 3- [ [ [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl]amino]ethyl]amino]methyl]- (CA INDEX NAME) 



Me 




RN 910910-95-1 HCAPLUS 

CN Benzonitrile, 4- [[ 2- [[( 4-cyanophenyl ) methyl ] amino] ethyl ] [ ( 1-methyl-lH- 
imidazol-5-yl) methyl] amino] - (CA INDEX NAME) 



Me 




RN 910910-96-2 HCAPLUS 

CN Benzonitrile, 4- [ [2- [ ( [1, 1 ' -biphenyl] -3-ylmethyl) amino] ethyl] [ (1-methyl 
imidazol-5-yl)methyl] amino] - (CA INDEX NAME) 



Me 




RN 910910-97-3 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] [2- [ [ [3- ( lH-pyrrol- 
yl)phenyl]methyl]amino]ethyl]amino]- (CA INDEX NAME) 
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Me 




RN 910910-98-4 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ [ [ 4- ( lH-pyrrol-1- 
yl) phenyl] methyl] amino] ethyl] amino] - (CA INDEX NAME) 



lie 




RN 912482-46-3 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl ) methyl] amino] ethyl] -1-methyl- (CA INDEX NAME) 
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WO 2005- 
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OTHER SOURCE (S) : 
ED Entered STN: 
GI 



CASREACT 143:326203; MARPAT 143:326203 
29 Sep 2005 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to a group of amines, e.g., I, which act as modulators 
of androgen receptors and/or androgen receptor binding agents. In compds . I, 
Rl and R2 are independently selected from H, F, CI, Br, I, OH, (un) substituted 
Cl-4 alkoxy, etc.; R3, R4, and R5 are independently selected from H, F, CI, 
OH, (un) substituted Cl-4 alkoxy, (un) substituted Cl-4 alkyl, and 
(un) substituted Cl-4 haloalkyl; R6 and R7 are independently selected from H, 
(un) substituted Cl-6 alkyl, (un) substituted Cl-6 haloalkyl, (un) substituted 
Cl-6 heteroalkyl, (un) substituted C2-6 alkynyl, and (un) substituted C2-6 
alkenyl, or R6 and R7 together form a carbonyl; R9 is selected from H, 
(un) substituted Cl-8 alkyl, (un) substituted C2-8 alkenyl, (un) substituted Cl-8 
haloalkyl, (un) substituted aryl, (un) substituted heteroaryl, etc.; R10 is 
selected from H, (un) substituted Cl-6 alkyl, (un) substituted Cl-6 haloalkyl, 
(un) substituted Cl-6 heteroalkyl, (un) substituted C2-6 alkynyl, and 
(un) substituted C2-6 alkenyl; R12 and R13 are independently selected from H, 
F, CI, OH, (un) substituted Cl-4 alkoxy, (un) substituted amino, (un) substituted 
Cl-6 alkyl, etc.; Z is O, S, (un) substituted C, or (un) substituted N; and n is 
0-2; provided that if Rl is N02 and R3 is F, then Z is not 0; including 
pharmaceutically acceptable salts, esters, amides or prodrugs thereof. The 
invention also relates to the preparation of the compds. of the invention, 
pharmaceutical compns. containing compds. of the invention along with a 
pharmaceutically acceptable carrier, as well as to the use of the compns. for 
treating various conditions. 3- (Trif luoromethyl ) -4-nitrobromobenzene underwent 
palladium-mediated coupling with chiral pyrrolidinone II followed by reduction 
to the corresponding pyrrolidine, and desilylation to give ale. III. 
Oxidation of III to the corresponding aldehyde was followed by addition of 
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TMSCF3 to give IV along with its separable (R, R) -diastereomer . Some of the 
compds . of the invention act as androgen receptor agonists, others as androgen 
receptor antagonists, androgen receptor partial agonists, or tissue-specific 
modulators (no data) . 
IT 821777-55-3P, 4- [Bis (2,2, 2-trif luoroethyl ) amino] -2- 
(trif luoromethyl ) benzonitrile 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of arylamines as androgen receptor modulators) 
RN 821777-55-3 HCAPLUS 

CN Benzonitrile, 4- [bis (2, 2, 2-trif luoroethyl) amino] -2- (trif luoromethyl) - (CA 
INDEX NAME) 
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AB The derivs. I [n = 1, 2; Y = 0, S; Rl = halo, Cl-2 (halo) alkyl; R2, R3 = H, 
halo, Cl-2 (halo) alkyl; R4 = H, OH, Cl-4 (halo) alkyl; R5 = halo, cyano, OH, 
Cl-6 (halo) alkyl, Cl-6 hydroxyalkoxy, Cl-6 haloalkoxy, carboxy, Cl-6 
alkoxycarbonyl ; R6-R8 = H, any group given for R5; R9 = tr iazolylalkyl Q, 
imidazolylalkyl Ql (m = 2-5; RIO = Cl-6 alkyl which may be substituted with 1- 
3 OH) ] or their salts, useful for prevention/treatment of cancers, are 
prepared by reacting styryl (oxazoles or thiazoles) II (R1-R4, n, Y = same as 
above; X = leaving group) or their salts with phenols III (R5-R9 = same as 
above) or their salts. Also claimed are prodrugs of I, pharmaceutical compns. 
containing I (salts) or their prodrugs, drugs combining I (salts) or their 
prodrugs with antitumor agents or hormones such as leuprorelin, method for 
inhibition of tyrosine kinase or prevention/treatment of cancers by 
administering I (salts) or their prodrugs to mammals, and use of I (salts) or 
their prodrugs in manufacture of tyrosine kinase inhibitors and antitumor 
agents. Administration of I (salts) or their prodrugs may be performed prior 
to surgery, radiotherapy, gene therapy, hyperthermia, cryotherapy, and/or 
laser cauterization. Thus, [ 1- [ 4- [ 4- [ [2- [ (E) -2- ( 4-bromo-2- 

f luorophenyl ) ethenyl] -1, 3-oxazol-4- yl]methoxy] -2-methylphenyl ] butyl] -1H- 
imidazol-2-yl ] methanol (IV; preparation given) inhibited growth of human BT- 
474 breast cancer cell at IC50 <0.05 pM. Tablets containing IV were also 
formulated . 

IT 568594-05-8? 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of heterocycle-containing styrene derivs. as tyrosine kinase 
inhibitors for prevention/treatment of cancers, etc.) 
RN 568594-05-8 HCAPLUS 

CN Benzonitrile, 4- [ [2- ( lH-imidazol-l-yl) ethyl] methylamino] - (CA INDEX NAME) 
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AB Title compds. [I; Rl, R2 = H, alkyl, cycloalkyl; R1R2 = atoms to form a 5-7 
membered (unsatd.) carbocyclyl ; n = 0-2; 1 of R3, R4 = OH, N02, NR7R8, 
OS02NR7R8, NR7S02NR7R8 ; the other of R3 , R4 = H, OH, cyano, halo, N02, alkyl, 
alkoxy, CF3, alkylthio, alkylsulf onyl, acyl, alkoxycarbonyl , carboxamido, 
NR7R8, OS02NR7R8, NR7S02NR7R8 ; R7, R8 = H, alkyl, cycloalkyl; m = 1-4; R5, R6 
= OH, cyano, halo, N02, alkyl, alkoxy, CF3, alkylthio, alkylsulf onyl , acyl, 
alkoxycarbonyl, carboxamido, R7R8, 0S02NR7R8, NR7S02NR7R8; R4RR5 = atoms to 
form a benzoxathiazine dioxide or dihydrobenzoxathiazine dioxide ring; R3R6 = 
atoms to form a benzofuryl, N-methylbenzotriazole ring] , were prepared Thus, 
a mixture of 4-hydroxybenzyl bromide, 4- [N- ( lH-imidazol-1- 

yl ) amino] benzonitrile (preparation given), and K2C03 were stirred together for 

2 h in THF to give 41% 4- [N- ( 4-hydroxyphenylmethyl ) -N- ( lH-imidazol-1- 

yl ) amino] benzonitrile . The latter inhibited human aromatase with IC50 = 0.16 

nM. 

IT 854602-76-9P, 4- [N- [ (2, 2-Dioxido-l, 2, 3-benzoxathiazin-6-yl ) methyl ] - 
N- ( lH-imidazol-l-yl ) amino ] benzonitrile 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of phenylaminoimidazoles as aromatase and/or steroid sulfatase 
and/or carbonic anhydrase inhibitors) 
RN 854602-76-9 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 2 , 2-dioxido-l , 2 , 3-benzoxathiazin-6-yl ) methyl ] -1H- 
imidazol-l-ylamino] - (CA INDEX NAME) 
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IT 854602-62-3P, 4- [N- ( 4-Hydroxyphenylmethyl) — N— ( lH-imidazol-1- 
yl) amino] benzonitrile 8546G2-63-4P, 4- [N- (3-Chloro-4- 
hydroxyphenylmethyl ) -N- ( lH-imidazol-l-yl ) amino] benzonitrile 
8546Q2-64-5P, 4- [N- ( 3-Bromo-4-hydroxyphenylmethyl ) — N— ( lH-imidazol- 
1-yl) amino] benzonitrile 854602-65-6P, 4- [N- ( 4-Hydroxy-3- 
methoxyphenylmethyl ) -N- ( lH-imidazol-l-yl ) amino] benzonitrile 
854602-66-7P, 4- [N- (2,3,5, 6-Tetraf luoro-4-hydroxyphenylmethyl ) -N- 
( lH-imidazol-l-yl ) amino] benzonitrile 854602-67-8P, 
4- [N- ( 3-Formyl-4-hydroxyphenylmethyl ) -N- ( lH-imidazol-1- 
yl ) amino] benzonitrile 854602-- 71-4P 854602-72-5P 

8546G2-78-1P, 4- [N- [ (2, 2-Dioxido-3, 4-dihydro-l, 2, 3-benzoxathiazin- 
6-yl ) methyl ] -N- ( lH-imidazol-l-yl ) amino] benzonitrile 

RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 



(preparation of phenylaminoimidazoles as aromatase and/or steroid sulfatase 
and/or carbonic anhydrase inhibitors) 



RN 854602-62-3 HCAPLUS 

CN Benzonitrile, 4- [[( 4-hydroxyphenyl ) methyl ] -lH-imidazol-l-ylamino] - (CA 
INDEX NAME) 



RN 854602-63-4 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3-chloro-4-hydroxyphenyl ) methyl ] -lH-imidazol-l-ylamino] - 
(CA INDEX NAME) 




N. 
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RN 854602-64-5 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 3-bromo-4-hydroxyphenyl ) methyl ] -lH-imidazol-l-ylamino] - 
(CA INDEX NAME ) 




RN 854602-65-6 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4-hydroxy-3-methoxyphenyl ) methyl ] -lH-imidazol-1- 
ylamino]- (CA INDEX NAME) 



MeO- 




RN 854602-66-7 HCAPLUS 

CN Benzonitrile, 4- [lH-imidazol-l-yl [ (2, 3, 5, 6-tetraf luoro-4- 
hydroxyphenyl ) methyl] amino] - (CA INDEX NAME) 




RN 854602-67-8 HCAPLUS 
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CN Benzonitrile, 4- [ [ ( 3-f ormyl-4-hydroxyphenyl ) methyl ] -lH-imidazol-l-ylamino] • 
(CA INDEX NAME ) 




RN 854602-71-4 HCAPLUS 

CN Sulfamic acid, 4- [[( 4-cyanophenyl) -lH-imidazol-l-ylamino] methyl] phenyl 
ester (CA INDEX NAME) 



H2N— 




RN 854602-72-5 HCAPLUS 

CN Sulfamic acid, 2-chloro-4- [[( 4-cyanophenyl ) -lH-imidazol-1- 
ylamino] methyl] phenyl ester (CA INDEX NAME) 
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RN 854602-73-6 HCAPLUS 

CN Benzonitrile, 4- [ [ [ 4- [ (aminosulf onyl ) oxy] -3-bromophenyl ] methyl ] -1H- 
imidazol-l-ylamino] - (CA INDEX NAME) 




RN 854602-74-7 HCAPLUS 

CN Sulfamic acid, 4- [ [ ( 4-cyanophenyl ) -lH-imidazol-l-ylamino] methyl] -2- 
methoxyphenyl ester (CA INDEX NAME) 




RN 854602-75-8 HCAPLUS 

CN Sulfamic acid, 4- [[( 4-cyanophenyl ) -lH-imidazol-l-ylamino] methyl ] -2 , 3 , 5 , 6- 
tetraf luorophenyl ester (CA INDEX NAME) 
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o 

1, 





H2N_'I_ 



CN 



RN 854602-78-1 HCAPLUS 

CN Benzonitrile, 4- [ [ (3, 4-dihydro-2, 2-dioxido-l, 2, 3-benzoxathiazin- 
yl)methyl]-lH-imidazol-l-ylamino]- (CA INDEX NAME ) 



en 



HN 




CH2 — 




\=J 
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compds . : Structurally simple acyclic inhibitors of protein 
sferase (active-site model shown) from the malaria parasite 
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Plasmodium falciparum may allow third world countries access to an effective 
and inexpensive antimalarial therapy to counter the estimated half billion 
infections that occur annually. 

IT 865788-35-8P 

RL: PAC (Pharmacological activity); PKT (Pharmacokinetics); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); USES (Uses) 

(oral farnesyltransf erase inhibitors preparation as antimalarial drugs) 
RN 865788-35-8 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl] amino] ethyl ] -1-methyl-N- [ ( 2-methylphenyl ) methyl ] - (CA INDEX 
NAME) 




IT 865788-27-8P 865788-30-3P 865788-31-4P 
865788 -32-5P 865788-33 --5P 865788-34-7P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(oral farnesyltransf erase inhibitors preparation as antimalarial drugs) 
RN 865788-27-8 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl) methyl] amino] ethyl] -1-methyl-N- (phenylmethyl ) - (CA INDEX NAME) 




RN 865788-30-3 HCAPLUS 

CN Benzenesulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl]amino]ethyl]-N-(phenylmethyl)- (CA INDEX NAME) 
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Me 



C H 2 — N' 



O 

0= l Lp h 

CH2— CH2— !l— CH2— Ph 

CN 



RN 865788-31-4 HCAPLUS 

CN 1-Naphthalenesulf onamide, N- [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl ) methyl] amino] ethyl] -5- (dimethylamino) -N- (phenylmethyl ) - (CA INDEX 
NAME) 




RN 865788-32-5 HCAPLUS 

CN lH-Imidazole-4-sulf onamide, N- [ 2- [( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 
yl)methyl] amino] ethyl] -N- ( cyclohexylmethyl ) -1-methyl- (CA INDEX NAME) 




RN 865788-33-6 HCAPLUS 

CN Acetamide, 2- [[ 2- [( 4-cyanophenyl )[( l-methyl-lH-imidazol-5- 

yl ) methyl ] amino] ethyl ] [ ( l-methyl-lH-imidazol-4-yl ) sulf onyl ] amino] -N- (1,1- 
dimethylethyl) - (CA INDEX NAME) 
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RN 865788-34-7 HCAPLUS 

CN lH-Imidazole-4-sulfonamide, N- ( [1, 1 ' -biphenyl] -4-ylmethyl ) -N- [2- [ (4- 

cyanophenyl ) [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] ethyl ] -1 -methyl- (CA 
INDEX NAME) 




IT 865788-39-2P 865788-42 --7P 865788-43-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(oral farnesyltransf erase inhibitors preparation as antimalarial drugs) 
RN 865788-39-2 HCAPLUS 

CN Carbamic acid, [ 2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 

yl)methyl] amino] ethyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



o 




OBu-t 



RN 865788-42-7 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- 
[ (phenylmethyl) amino] ethyl] amino] - (CA INDEX NAME) 
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CH?— CH?— NH— CH?— Ph 

Me 




RN 865788-43-8 HCAPLUS 

CN Benzonitrile, 4- [ [2- [ (cyclohexylmethyl) amino] ethyl] [ ( 1-methyl-lH-imidazol- 
5-yl)methyl] amino] - (CA INDEX NAME) 



Me 




RN 865788-44-9 HCAPLUS 

CN Acetamide, 2- [ [2- [ ( 4-cyanophenyl ) [ ( l-methyl-lH-imidazol-5- 

yl ) methyl] amino] ethyl] amino ] -N- ( 1, 1-dimethylethyl ) - (CA INDEX NAME) 



o 

CH2 — CH2 — HH— C H 2 — ^ — NHBu-t 

Me 




RN 865788-45-0 HCAPLUS 

CN Benzonitrile, 4- [ [ 2- [ ( [ 1 , 1 ' -biphenyl ] -4-ylmethyl ) amino] ethyl] [ ( 1-methyl-lH- 
imidazol-5-yl)methyl] amino] - (CA INDEX NAME) 
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Me 




RN 865788-46-1 HCAPLUS 

CN Benzonitrile, 4- [ [ ( l-methyl-lH-imidazol-5-yl ) methyl ] [ 2- [ [ ( 2- 
methylphenyl) methyl] amino] ethyl] amino] - (CA INDEX NAME) 



Me 




Me 



CH2 — N— CH2— CH2 — NH— CH2 
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EP 2002- 


293107 




A 20021216 














US 2002- 


319840 




A 20021216 














WO 2003- 


EP15027 




W 20031215 



OTHER SOURCE(S): CASREACT 140:406807; MARPAT 140:406807 

ED Entered STN: 18 May 2004 

GI 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title compds . I [wherein Rl, R2 = independently H, cyclo/alkyl ; X = (CH2)n; n 
= 0-2; R3, R4, R5, R6 = independently H, alkyl, cyano, alkoxy, CF3, alkylthio, 
alkylsulf onyl , sulf onamido, acyl, alkoxycarbonyl , carboxamido ; R3CCR6 = 
benzofuran, N-methylbenzotriazole; their acid addition salts, solvates and 
stereoisomeric forms] were prepared as aromatase inhibitors, in particular for 
controlling and managing reproduction functions, and treatment of related 
tumors. For example, II was prepared, in 60%, by N-arylation of N-(1H- 
Imidazol-l-yl ) -4-trif luoromethylaniline with 4-f luorobenzonitrile in DMSO. 
III»HC1 displayed an IC50 = 0.18 .-+. 0.02 nM for the inhibition of human 
aromatase in vitro. III»HC1 showed 57-59% inhibition of aromatase in vivo. 
Selected I are inhibitors of estrogen biosynthesis in vivo. 
IT 690248-14-7?, 4- [N- ( lH-Imidazol-l-yl ) -N- ( 4- 

trif luoromethylphenylmethyl ) amino] benzonitrile 6902 4 8 - 2 4-9?, 

4- [N- ( lH-Imidazol-l-yl ) -N- ( 4-chlorophenylmethyl ) amino] benzonitrile 

hydrochloride 690248-25-0P, 4- [N- ( lH-Imidazol-l-yl ) -N- ( 4- 

methoxyphenylmethyl ) amino] benzonitrile hydrochloride 630248-26-1? 

, 4- [N- ( lH-Imidazol-l-yl ) -N- [ ( 3-f luoro-4-methoxyphenyl ) methyl ] amino] ben z on 

itrile hydrochloride 6S0248-27-2P, 4- [N- ( lH-Imidazol-l-yl ) -N- ( 4- 

methylphenylmethyl ) amino] benzonitrile 6902 48-28-3P, 

4- [N- ( lH-Imidazol-l-yl ) -N- ( 4-cyanophenylmethyl ) amino] benzonitrile 

hydrochloride 690248-29-4P, 4- [N— ( lH-Imidazol-l-yl ) -N- [(3,4- 

dimethoxyphenyl ) methyl ] amino] benzonitrile hydrochloride 

69G248-32-8P 69024 8-32-9P, 4- [N- ( lH-Imidazol-l-yl ) -N- [ (4- 

methylthiophenyl ) methyl ] amino] benzonitrile 6902 4 8 -3 3 -OP, 
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4- [N- ( lH-Imidazol-l-yl ) -N- [ ( 4 -methyl sulf onylphenyl ) methyl ] amino] benzonitri 

le 690248-34-1P, 4- [N- ( lH-Imidazol-l-yl ) -N- (3,4- 

di f luor opheny lmet hy 1 ) amino] benzonitrile 690248-35-2P, 

4- [N- ( lH-Imidazol-l-yl ) -N- ( 2 , 4 -dif luor opheny lmethyl ) amino] benzonitrile 

6902 48-36-3P, 4- [N- ( lH-Imidazol-l-yl ) -N- (3,5- 

dif luor opheny lmethyl ) amino] benzonitrile 69 02 48-3 7- 4P, 

4- [N- ( lH-Imidazol-l-yl ) -N- ( 4 -bromopheny lmethyl ) amino] benzonitrile 

hydrochloride 690248-41 -OP, 4- [N- ( lH-Imidazol-l-yl ) -N- 

(phenylmethyl ) amino] benzonitrile 630248-43-2P, 

4- [N- ( lH-Imidazol-l-yl ) -N- ( 3-f luor opheny lmethyl ) amino] benzonitrile 

69 02 48-4 4-3?, Methyl 4- [ [N- ( 4-cyanophenyl ) -N- ( lH-imidazol-1- 

yl ) amino] methyl ] ben z oat e 6802 48-4 6-5P, 4- [N- ( lH-Imidazol-l-yl ) — N— 

( 3-trif luor omethylpheny lmethyl ) amino] benzonitrile 69 02 48-50- IP, 

4- [N- ( 4-Methyl-lH-imidazol-l-yl ) -N- ( 4-bromopheny lmethyl ) amino] benzonitrile 

690248-5.1-2P, 4- [N- ( 5-Methyl-lH-imidazol-l-yl ) -N- ( 4- 

bromophenylmethyl ) amino] benzonitrile 690248-52-3P, 

4- [N- ( 4 , 5-Dimethyl-lH-imidazol-l-yl ) -N- ( 4-bromopheny lmethyl ) amino] ben z on it 
rile 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(aromatase inhibitor; preparation of 1-phenylamino-lH-imidazoles as 
aromatase inhibitors) 
RN 690248-14-7 HCAPLUS 

CN Benzonitrile, 4- [ lH-imidazol-l-yl [ [ 4- (trif luoromethyl ) phenyl ] methyl ] amino] - 
(CA INDEX NAME) 




RN 690248-24-9 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4-chlorophenyl ) methyl ] -lH-imidazol-l-ylamino] -, 
hydrochloride (1:1) (CA INDEX NAME) 
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RN 690248-25-0 HCAPLUS 

CN Benzonitrile, 4- [ lH-imidazol-l-yl [ ( 4-methoxyphenyl ) methyl ] amino] -, 
hydrochloride (1:1) (CA INDEX NAME ) 




RN 690248-26-1 HCAPLUS 

CN Benzonitrile, 4- [ [ (3-f luoro-4-methoxyphenyl ) methyl ] -lH-imidazol-l-ylamino] - 
, hydrochloride (1:1) (CA INDEX NAME) 
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RN 690248-27-2 HCAPLUS 

CN Benzonitrile, 4- [ lH-imidazol-l-yl [( 4-methylphenyl ) methyl ] amino] - (CA 
INDEX NAME) 




RN 690248-28-3 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4-cyanophenyl ) -lH-imidazol-l-ylamino] methyl ] -, 
monohydrochloride (9CI) (CA INDEX NAME) 




Page 273 of 318 



Serial No.: 10/598,508 

RN 690248-29-4 HCAPLUS 

CN Benzonitrile, 4- [ [ (3, 4-dimethoxyphenyl ) methyl ] -lH-imidazol-l-ylamino] -, 
hydrochloride (1:1) (CA INDEX NAME) 




RN 690248-31-8 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4-f luorophenyl ) methyl ] -lH-imidazol-l-ylamino] -, 
hydrochloride (1:1) (CA INDEX NAME) 




RN 690248-32-9 HCAPLUS 

CN Benzonitrile, 4- [ lH-imidazol-l-yl [ [ 4- (methylthio) phenyl ] methyl ] amino] - 
(CA INDEX NAME) 
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RN 690248-33-0 HCAPLUS 

CN Benzonitrile, 4- [ lH-imidazol-l-yl [ [ 4- ( methyl su If onyl ) phenyl ] methyl ] amino] - 
(CA INDEX NAME) 




RN 690248-34-1 HCAPLUS 

CN Benzonitrile, 4- [ [ (3, 4-dif luorophenyl ) methyl ] -lH-imidazol-l-ylamino] - (CA 
INDEX NAME) 




RN 690248-35-2 HCAPLUS 

CN Benzonitrile, 4- [ [ (2, 4-dif luorophenyl ) methyl ] -lH-imidazol-l-ylamino] - (CA 
INDEX NAME) 
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RN 690248-36-3 HCAPLUS 

CN Benzonitrile, 4- [ [ (3, 5-dif luorophenyl ) methyl ] -lH-imidazol-l-ylamino] - (CA 
INDEX NAME ) 




RN 690248-37-4 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 4-bromophenyl ) methyl] -lH-imidazol-l-ylamino] -, 
hydrochloride (1:1) (CA INDEX NAME) 




RN 690248-41-0 HCAPLUS 

CN Benzonitrile, 4- [ lH-imidazol-l-yl (phenylmethyl ) amino] - (CA INDEX NAME) 
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RN 690248-43-2 HCAPLUS 

CN Benzonitrile, 4- [ [ (3-f luorophenyl ) methyl ] -lH-imidazol-l-ylamino] - (CA 
INDEX NAME ) 




RN 690248-44-3 HCAPLUS 

CN Benzoic acid, 4- [[( 4-cyanophenyl ) -lH-imidazol-l-ylamino] methyl] -, methyl 
ester (CA INDEX NAME) 




RN 690248-46-5 HCAPLUS 

CN Benzonitrile, 4- [ lH-imidazol-l-yl [ [3- (trif luoromethyl ) phenyl ] methyl ] amino] - 
(CA INDEX NAME) 
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RN 690248-50-1 HCAPLUS 

CN Benzonitrile, 4- [[( 4-bromophenyl ) methyl ] ( 4-methyl-lH-imidazol-l-yl ) amino] - 
(CA INDEX NAME) 



Me. 




RN 690248-51-2 HCAPLUS 

CN Benzonitrile, 4- [[( 4-bromophenyl ) methyl ] ( 5-methyl-lH-imidazol-l-yl ) amino] - 
(CA INDEX NAME) 




RN 690248-52-3 HCAPLUS 

CN Benzonitrile, 4- [[( 4-bromophenyl ) methyl] ( 4, 5-dimethyl-lH-imidazol-l- 
yl) amino]- (CA INDEX NAME) 
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IT 690248-15-8P, 4- [N— (2, 3— Dihydro— 1H— imidazol— 1— yl— 2— thione) — N— ( 4— 
trif luoromethylphenylmethyl ) amino] benzonitrile 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of 1-phenylamino-lH-imidazoles as aromatase 
inhibitors ) 
RN 690248-15-8 HCAPLUS 

CN Benzonitrile, 4- [ ( 2 , 3-dihydro-2-thioxo-lH-imidazol-l-yl ) [ [ 4- 
(trif luoromethyl) phenyl] methyl] amino] - (CA INDEX NAME) 




REFERENCE COUNT: 



12 THERE ARE 12 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L44 ANSWER 12 OF 31 HCAPLUS COPYRIGHT 2008 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2003:570981 HCAPLUS Ful I -text 
139:133571 
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AB The title compels . I [A is a nitrogenous heterocycle; B is an optionally 
substituted aromatic homocycle or an optionally substituted aromatic 
heterocycle; C is a 5- or 6-membered nitrogenous heterocycle which may be 
substituted; R is an optionally substituted aromatic homocyclic group or the 
like; m is an integer of 0 to 2; n is an integer of 1 to 5; X is oxygen or the 
like; and Y and Z may be the same or different from each other and are each a 
single bond, an oxygen atom, an optionally substituted carbon atom, or the 
like] are prepared Compds . of this invention in vitro showed IC50 values of < 
0.05 uM to 0.2 uM against the growth of breast cancer cells BT-474. 
Formulations containing I are given. 

IT 568594-05-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of heterocyclic compds. such as oxazole derivs. as anticancer 
agents ) 
RN 568594-05-8 HCAPLUS 

CN Benzonitrile, 4- [ [2- ( lH-imidazol-l-yl) ethyl] methylamino] - (CA INDEX NAME) 
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2003:236032 HCAPLUS Full -text 
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Novel and selective imidazole-containing biphenyl 
inhibitors of protein farnesyltransf erase 
Curtin, Michael L.; Florjancic, Alan S . ; Cohen, 
Jerome; Gu, Wen-Zhen; Frost, David J.; Muchmore, 
Steven W.; Sham, Hing L. 

Global Pharmaceutical Research and Development, 
Departments of Cancer Research and Advanced 
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60064, USA 

Bioorganic & Medicinal Chemistry Letters (2003), 

13(7), 1367-1371 

CODEN: BMCLE8; ISSN: 0960-894X 

Elsevier Science B.V. 

Journal 

English 

CASREACT 139:133506 
2 7 Mar 2 0 03 
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AB A series of imidazole-containing biphenyls was prepared and evaluated in vitro 
for inhibition of FTase and cellular Ras processing. Several of these 
analogs, e.g., I, are potent inhibitors of FTase (<1 nM) , FTase/GGTase 
selective (>300-fold) and cellularly active (<80 nM) . An X-ray crystal 
structure of inhibitor I bound to rat farnesyltransf erase is also presented. 
IT 565451-86-7 

RL : PAC (Pharmacological activity); BIOL (Biological study) 

( farnesyltransf erase inhibition and structure-activity relationships of 
biarylbenzyl amines ) 
RN 565451-86-7 HCAPLUS 

CN Benzonitrile, 4- [ ( lH-imidazol-5-ylmethyl ) (phenylmethyl ) amino] -2- ( 1- 
naphthalenyl) - (CA INDEX NAME) 



NC 




NC 



CH2 — Ph H 
I N 



IT 565451-83-4P 

RL: PAC (Pharmacological activity); PKT (Pharmacokinetics); PRP 
(Properties) ; SPN (Synthetic preparation) ; BIOL (Biological study) ; PREP 
(Preparation) 

(preparation, farnesyltransf erase inhibition, SAR, and pharmacokinetics of 
N- (methylimidazolylmethyl ) -N- (naphthylcyanophenyl ) -benzylamine and 
crystal structure of complex with farnesyltransf erase and 
hydroxyf arnesylphosphonic acid) 
RN 565451-83-4 HCAPLUS 

CN Benzonitrile, 4- [[( 3-cyanophenyl ) methyl ] [ ( l-methyl-lH-imidazol-5- 
yl)methyl]amino]-2-(l-naphthalenyl)- (CA INDEX NAME) 




RL : PAC (Pharmacological activity); SPN (Synthetic preparation); BIOL 
(Biological study) ; PREP (Preparation) 

(preparation, farnesyltransf erase inhibition, and SAR of 
imidazolylbiarylamine via reductive condensation of 

tritylimidazolecarboxaldehyde with biarylamine followed by alkylation 
and deprotection ) 
RN 371764-01-1 HCAPLUS 
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CN [1, 1 ' -Biphenyl] -2-carbonitrile, 5- [ ( lH-imidazol-5- 

ylmethyl) (phenylmethyl) amino] -2 ' -methyl- (CA INDEX NAME) 



CH2 




CN 



IT 



RN 
CN 



RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation, farnesyltransf erase inhibition, and SAR of 

imidazolylbiarylamine via reductive condensation of 

tritylimidazolecarboxaldehyde with biarylamine followed by alkylation 
and deprotection) 
371766-31-3 HCAPLUS 

[1,1' -Biphenyl ] -2-carbonitrile, 2 ' -methyl-5- [ (phenylmethyl ) [ [ 1- 
(triphenylmethyl) -lH-imidazol-4-yl] methyl] amino] - (CA INDEX NAME) 



CH 2 — Ph 



o- 



CH2 



Ph3 




Me' 



IT 



? 6 "i ■■ 



RN 
CN 



59--6P 37I763-61-0P 
64-3P 37I763-65-4P 
69-8P 5S5451-84-5P 



58 -5P 3'" 
371763-63-2P 371763- 
371763-67-6? 371763- 

RL : PAC (Pharmacological activity); SPN (Synthetic preparation); BIOL 

(Biological study) ; PREP (Preparation) 

(preparation, farnesyltransf erase inhibition, and SAR of 
imidazolylbiarylamines via Suzuki coupling of chlorobenzoate with 
arylboronic acids followed by hydrolysis, amination, reductive 
condensation with imidazolecarboxaldehyde, and alkylation) 

371763-58-5 HCAPLUS 

[1,1' -Biphenyl ] -2-carbonitrile, 2 ' -methyl-5- [ [ ( 1 -methyl- lH-imidazol-5- 
yl) methyl] (phenylmethyl) amino] - (CA INDEX NAME) 



Me 

1 



CH2 — Ph 




Me' 
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RN 371763-59-6 HCAPLUS 

CN Benzonitrile, 4- [methyl [ ( l-methyl-lH-imidazol-5-yl ) methyl ] amino] - 2- ( 1- 
naphthalenyl) - (CA INDEX NAME) 



Me 




RN 371763-61-0 HCAPLUS 

CN [1, 1 ' -Biphenyl] -2-carbonitrile, 5- [[( 4-cyanophenyl ) methyl ] [ ( 1-methyl-lH- 
imidazol-5-yl)methyl]amino]-2'-methyl- (CA INDEX NAME) 




RN 371763-63-2 HCAPLUS 

CN Benzonitrile, 4- [[( 4-cyanophenyl ) methyl ] [ ( l-methyl-lH-imidazol-5- 
yl)methyl]amino]-2-(l-naphthalenyl)- (CA INDEX NAME) 




RN 371763-64-3 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] (phenylmethyl ) amino] -2- 
(1-naphthalenyl) - (CA INDEX NAME) 
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RN 371763-65-4 HCAPLUS 

CN Benzonitrile, 4- [hexyl [ ( l-methyl-lH-imidazol-5-yl ) methyl ] amino] -2- ( 1- 
naphthalenyl) - (CA INDEX NAME) 




RN 371763-67-6 HCAPLUS 

CN Benzamide, N- [4-cyano-3- ( 1-naphthalenyl ) phenyl ] -N- [ ( l-methyl-lH-imidazol-5- 
yl) methyl]- (CA INDEX NAME) 




RN 371763-69-8 HCAPLUS 

CN [1, 1 ' -Biphenyl] -2-carbonitrile, 5- [[( 3-cyanophenyl ) methyl ] [ ( 1-methyl-lH- 
imidazol-5-yl) methyl] amino] -2' -methyl- (CA INDEX NAME) 




Page 285 of 318 



Serial No.: 10/598,508 



RN 565451-84-5 HCAPLUS 

CN Benzonitrile, 4- [ [ (3-chlorophenyl)methyl] [ ( l-methyl-lH-imidazol-5- 
yl)methyl]amino]-2-(l-naphthalenyl)- (CA INDEX NAME) 




RN 565451-85-6 HCAPLUS 

CN 2-Pyridinecarbonitrile, 4- [[[ 4-cyano-3- ( 1-naphthalenyl ) phenyl ] [(1-methyl- 
lH-imidazol-5-yl) methyl] amino] methyl]- (CA INDEX NAME) 
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Preparation of ( imidazolylalkyl ) biphenylcarbonitriles 
and analogs as farnesyltransf erase inhibitors 
Wang, Wei-Bo; Curtin, Michael L.; Fakhoury, Stephen 
A.; Gwaltney, Stephen L.; Hasvold, Lisa A.; Hutchins, 
Charles W.; Li, Qun; Lin, Nan-Horng; Nelson, Lissa 
Taka Jennings; O'Connor, Steve; Sham, Hing L.; 
Sullivan, Gerard M. ; Wang, Gary T.; Wang, Xilu 
USA 

U.S. Pat. Appl. Publ., 189 pp. 

CODEN: USXXCO 
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AB Title compds. (I) were prepared Thus, 2-MeC6H4C6H3 (CN) (CHO) -2 , 5 was condensed 
with l-methyl-2-triethylsilyl-lH-imidazole (preparation each given) and the 
product O-arylated to give title compound II. Data for biol. activity of I 
were given. 
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RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of ( imidazolylalkyl ) biphenylcarbonitr iles and analogs as 
farnesyltransf erase inhibitors) 
RN 371763-58-5 HCAPLUS 

CN [1,1' -Biphenyl ] -2-carbonitrile, 2 ' -methyl- 5- [ [ ( 1 -methyl- lH-imidazol-5- 
yl) methyl] (phenylmethyl ) amino] - (CA INDEX NAME) 




RN 371763-59-6 HCAPLUS 

CN Benzonitrile, 4- [methyl [ ( l-methyl-lH-imidazol-5-yl ) methyl ] amino] -2- ( 1- 
naphthalenyl) - (CA INDEX NAME) 
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RN 371763-60-9 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] - 2 -pr open- 1-yl amino] - 2- 
(1-naphthalenyl) - (CA INDEX NAME) 




RN 371763-61-0 HCAPLUS 

CN [ 1 , 1 ' -Biphenyl ] -2-carbonitrile, 5- [[( 4-cyanophenyl ) methyl ] [ ( 1-methyl-lH- 
imidazol-5-yl) methyl] amino] -2 '-methyl- (CA INDEX NAME) 




RN 371763-62-1 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] (3-phenylpropyl) amino] - 
2- (1-naphthalenyl) - (CA INDEX NAME) 
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RN 371763-63-2 HCAPLUS 

CN Benzonitrile, 4- [[( 4-cyanophenyl ) methyl] [ ( l-methyl-lH-imidazol-5- 
yl)methyl]amino]-2-(l-naphthalenyl)- (CA INDEX NAME) 




RN 371763-64-3 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] (phenylmethyl ) amino] 
(1-naphthalenyl) - (CA INDEX NAME) 




RN 371763-65-4 HCAPLUS 

CN Benzonitrile, 4- [hexyl [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] -2- ( 1- 
naphthalenyl) - (CA INDEX NAME) 




RN 371763-67-6 HCAPLUS 

CN Ben z amide, N- [ 4-cyano-3- ( 1-naphthalenyl ) phenyl ] -N- [ ( 1 -methyl- lH-imidazol 
yl) methyl]- (CA INDEX NAME) 
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RN 371763-68-7 HCAPLUS 

CN Benzamide, N- (6-cyano-2 ' -methyl [1,1' -biphenyl] -3-yl ) -N- [ ( 1-methyl-lH- 
imidazol-5-yl)methyl] - (CA INDEX NAME) 




RN 371763-69-8 HCAPLUS 

CN [ 1 , 1 ' -Biphenyl ] -2-carbonitrile, 5- [[( 3-cyanophenyl ) methyl ] [ ( 1-methyl-lH- 
imidazol-5-yl) methyl] amino] -2 '-methyl- (CA INDEX NAME) 




RN 371763-99-4 HCAPLUS 

CN Benzoic acid, 4- [[[ 4-cyano-3- ( 1-naphthalenyl ) phenyl ] [ ( 1-methyl-lH-imidazol- 
5-yl)methyl] amino] methyl ] -, methyl ester (CA INDEX NAME) 
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RN 371764-00-0 HCAPLUS 

CN Benzoic acid, 4- [[[ 4-cyano-3- ( 1-naphthalenyl ) phenyl ] [ ( 1-methyl-lH-imidazol- 
5-yl ) methyl] amino] methyl ] - (CA INDEX NAME) 




RN 371764-01-1 HCAPLUS 

CN [1, 1 ' -Biphenyl] -2-carbonitrile, 5- [ ( lH-imidazol-5- 

ylmethyl) (phenylmethyl ) amino] -2 ' -methyl- (CA INDEX NAME) 




RN 371764-02-2 HCAPLUS 

CN Benzoic acid, 3- [[[ 4-cyano-3- ( 1-naphthalenyl ) phenyl ][( 1-methyl-lH-imidazol- 
5-yl)methyl] amino ] methyl ] -, methyl ester (CA INDEX NAME) 




L44 ANSWER 15 OF 31 HCAPLUS COPYRIGHT 2008 ACS on STN 
ACCESSION NUMBER: 2001:798200 HCAPLUS Full-text 

DOCUMENT NUMBER: 135:344482 ~" 



Page 291 of 318 



Serial No.: 10/598,508 



TITLE: 



INVENTOR (S) 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Preparation of substituted 4- 

(heteroarylmethyl ) benzonitriles as farnesyltransf erase 
inhibitors 

Wang, Wei-Bo; Curtin, Michael L . ; Fakhoury, Stephen 
A.; Gwaltney, Stephen L., II; Hasvold, Lisa A.; 
Hutchins, Charles W.; Li, Qui; Lin, Nan-Horng; 
Jennings Nelson, Lissa Taka; O'Connor, Stephen J.; 
Sham, Hing L.; Sullivan, Gerald M. ; Wang, Gary T.; 
Wang, Xilu 

Abbott Laboratories, USA 



PCT Int. Appl. 

CODEN: PIXXD2 

Patent 

English 

1 



305 pp. 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



DATE 



WO 


2001081316 




A2 




20011101 




WO 2001- 


US13( 


578 




20010425 


wo 


2001081316 




A3 




20020523 


















W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, CH, CN, 




CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, GM, HR, 




HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, LS, LT, 




LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


PL, 


PT, RO, RU, 




SD, 


SE, 


SG, 


SI, 


SK, 


SL, 


TJ, 


TM, 


TR, 


TT, 


TZ, 


UA, 


UG, 


UZ, VN, YU, 




ZA, 


ZW 




























RW: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZW, 


AT, 


BE, CH, CY, 




DE, 


DK, 


ES, 


FI, 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, TR, BF, 




BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 


CA 


2407093 






Al 




20011101 




CA 2001- 


2407093 




20010425 


EP 


1276726 






A2 




20030122 




EP 2001- 


932712 




20010425 




R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU, 


NL, 


SE, MC, PT, 




IE, 


si, 


LT, 


LV, 


EI , 


RO, 


MK, 


CY, 


AL, 


TR 










JP 


20045090 


64 




T 




20040325 




JP 2001- 


578410 




20010425 


MX 


2002PA10608 




A 




20030514 




MX 2002- 


PA10608 




20021025 


PRIORITY 


APPLN. 


INFO 














US 2000- 
US 2001- 


563256 
822205 




A 20000427 
A 20010402 




















WO 2001- 


US13( 


578 




W 20010425 


OTHER SOURCE (S) : 






MARPAT 


135: 


3444! 


32 















ED 

GI 



Entered STN: 



02 Nov 2001 




Page 292 of 318 



Serial No.: 10/598,508 

AB The title compds . [I; Al = (un) substituted alkylene, etc.; Rl = halo, 

cycloalkyl, aryl, heteroaryl; R2 = heteroaryl selected from imidazolyl, 
pyrazolyl, pyrrolyl, etc.] and their pharmaceutically acceptable salts which 
farnesyltransf erase, were prepared E.g., 3-step synthesis of the benzonitrile 
II.HC1 which 88% inhibition of farnesyltransf erase at 10-6 M, was given. 

IT 371763-99-4P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; RCT (Reactant) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent) ; USES (Uses) 

(preparation of substituted 4- (heteroarylmethyl ) benzonitriles as 
farnesyltransf erase inhibitors) 
RN 371763-99-4 HCAPLUS 

CN Benzoic acid, 4- [[[ 4-cyano-3- ( 1-naphthalenyl ) phenyl ][( 1-methyl-lH-imidazol- 
5-yl)methyl] amino] methyl] -, methyl ester (CA INDEX NAME) 




IT 371763-58-5P 371763-59-6P 371763-60-9P 
371763-61-0P 371763-S2-IP 371763-63-2P 
371763-64-3P 371763-65-4P 371763-67-6P 
371763-68-7P 3 71 763-69- 8P 371764-00-OP 
371 764-02-.1P 371764-02-2P 

RL : BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of substituted 4- (heteroarylmethyl ) benzonitriles as 
farnesyltransf erase inhibitors) 
RN 371763-58-5 HCAPLUS 

CN [1,1' -Biphenyl ] -2-carbonitrile, 2 ' -methyl- 5- [ [ ( 1 -methyl- lH-imidazol-5- 
yl ) methyl] (phenylmethyl) amino]- (CA INDEX NAME) 




RN 371763-59-6 HCAPLUS 

CN Benzonitrile, 4- [methyl [ ( l-methyl-lH-imidazol-5-yl ) methyl ] amino] -2- ( 1- 
naphthalenyl) - (CA INDEX NAME) 



Page 293 of 318 



Serial No.: 10/598,508 




RN 371763-60-9 HCAPLUS 

CN Benzonitrile, 4- [ [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] - 2 -pr open- 1-yl amino] - 2- 
(1-naphthalenyl) - (CA INDEX NAME) 




RN 371763-61-0 HCAPLUS 

CN [ 1 , 1 ' -Biphenyl ] -2-carbonitrile, 5- [[( 4-cyanophenyl ) methyl ] [ ( 1-methyl-lH- 
imidazol-5-yl) methyl] amino] -2 '-methyl- (CA INDEX NAME) 




RN 371763-62-1 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] (3-phenylpropyl) amino] - 
2- (1-naphthalenyl) - (CA INDEX NAME) 
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RN 371763-63-2 HCAPLUS 

CN Benzonitrile, 4- [[( 4-cyanophenyl ) methyl] [ ( l-methyl-lH-imidazol-5- 
yl)methyl]amino]-2-(l-naphthalenyl)- (CA INDEX NAME) 




RN 371763-64-3 HCAPLUS 

CN Benzonitrile, 4- [[( l-methyl-lH-imidazol-5-yl ) methyl ] (phenylmethyl ) amino] 
(1-naphthalenyl) - (CA INDEX NAME) 




RN 371763-65-4 HCAPLUS 

CN Benzonitrile, 4- [hexyl [ ( 1 -methyl- lH-imidazol-5-yl ) methyl ] amino] -2- ( 1- 
naphthalenyl) - (CA INDEX NAME) 




RN 371763-67-6 HCAPLUS 

CN Ben z amide, N- [ 4-cyano-3- ( 1-naphthalenyl ) phenyl ] -N- [ ( 1 -methyl- lH-imidazol 
yl) methyl]- (CA INDEX NAME) 
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RN 371763-68-7 HCAPLUS 

CN Benzamide, N- (6-cyano-2 ' -methyl [1,1' -biphenyl] -3-yl ) -N- [ ( 1-methyl-lH- 
imidazol-5-yl)methyl] - (CA INDEX NAME) 




RN 371763-69-8 HCAPLUS 

CN [ 1 , 1 ' -Biphenyl ] -2-carbonitrile, 5- [[( 3-cyanophenyl ) methyl ] [ ( 1-methyl-lH- 
imidazol-5-yl) methyl] amino] -2 '-methyl- (CA INDEX NAME) 




RN 371764-00-0 HCAPLUS 

CN Benzoic acid, 4- [[[ 4-cyano-3- ( 1-naphthalenyl ) phenyl ][( 1-methyl-lH-imidazol- 
5-yl ) methyl] amino] methyl ] - (CA INDEX NAME) 




Page 296 of 318 



Serial No.: 10/598,508 



RN 371764-01-1 HCAPLUS 

CN [1, 1 ' -Biphenyl] -2-carbonitrile, 5- [ ( lH-imidazol-5- 

ylmethyl) (phenylmethyl ) amino] -2 '-methyl- (CA INDEX NAME ) 



o- 



CH2 




CN 



RN 371764-02-2 HCAPLUS 

CN Benzoic acid, 3- [[[ 4-cyano-3- ( 1-naphthalenyl ) phenyl ][( 1-methyl-lH-imidazol- 
5-yl)methyl] amino ] methyl ] -, methyl ester (CA INDEX NAME) 



MeO— C 




CH2 




IT 



RN 
CN 



371766-31-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of substituted 4- (heteroarylmethyl ) benzonitriles as 

farnesyltransf erase inhibitors) 
371766-31-3 HCAPLUS 

[1,1' -Biphenyl] -2-carbonitrile, 2 ' -methyl-5- [ (phenylmethyl) [ [1- 
(triphenylmethyl) -lH-imidazol-4-yl ] methyl ] amino] - (CA INDEX NAME) 



CH2— Ph 



•CH2 



Ph3 




Me' 
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OTHER SOURCE(S): MARPAT 128:257449 

ED Entered STN: 23 Apr 1998 

GI 




AB The title compels . I [Rl, R2 = hydrogen, hydroxy, amino, optionally substituted 
Cl-6alkyl, Cl-6alkyloxy , Cl-6alkylcarbonyl , Cl-6alkyloxycarbonyl , Arl, raono- 
or di (Cl-6alkyl ) amino, mono- or di (Cl-6alkyl ) aminocarbonyl , dihydro-2 (3H) - 
furanone, or Rl and R2 taken together may form pyrrolidinyl , piperidinyl, 
morpholinyl, azido or mono- or di (Cl-6alkyl) aminoCl-4alkylidene; R3 = 
hydrogen, Arl, Cl-6alkylcarbonyl , Cl-6alkyl, Cl-6alkyloxycarbonyl, Cl-6alkyl 
substituted with Cl-6alkyloxycarbonyl ; R4, R5, R6, R7, R8 = hydrogen, halo, 
Cl-6alkyl, Cl-6alkyloxy , cyano, aminocarbonyl, nitro, amino, tr ihalomethyl , 
trihalomethyloxy ; L = optionally substituted Cl-lOalkyl, C3-1 Oalkenyl , C3- 
lOalkynyl, C3-7cycloalkyl ; Arl = optionally substituted phenyl], useful for 
the manufacture of a medicine for the treatment of subjects suffering from HIV 
(Human Immunodeficiency Virus) infection, were prepared E.g., reaction of Ph 
N ' -cyano-N- ( 4-cyanophenyl ) carbamimidate, prepared from 4-cyanoaniline and di- 
Ph N-cyanocarbonimidate, with 2 , 6-dichlorobenzeneethanimidamide gave 67% 4- 
[ [ 4 -amino- 6- [ ( 2 , 6-dichlorophenyl ) methyl ] -1 , 3 , 5-triazin-2- 
yl] amino] benzonitrile . 

IT 205381-44-8P 205381-45-9P 2053S1-46-0P 
205381-48-2P 205381 --49-3P 

RL : BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation and anti-HIV activity of diaminotr iazines ) 
RN 205381-44-8 HCAPLUS 

CN Glycine, N- [4-amino-6- [ (2, 6-dichlorophenyl ) methyl ] -1,3, 5-triazin-2-yl ] -N- 
( 4-cyanophenyl ) -, methyl ester (CA INDEX NAME) 




RN 205381-45-9 HCAPLUS 

CN Acetamide, N- [4- ( acetylamino ) -6- [ (2, 6-dichlorophenyl ) methyl ] -1,3, 5-triazin- 
2-yl] -N- (4-cyanophenyl) - (CA INDEX NAME) 
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NHAc 




RN 205381-46-0 HCAPLUS 

CN Imidodicarbonic acid, N- [ 4- [ ( 4-cyanophenyl ) (ethoxycarbonyl ) amino] -6- [ ( 2 , 6- 
dichlorophenyl) methyl] -1, 3, 5-triazin-2-yl ] -, C, C ' -diethyl ester (CA INDEX 
NAME ) 




RN 205381-48-2 HCAPLUS 

CN Acetamide, N-acetyl-N- [4- [acetyl (4-cyanophenyl) amino] -6- [ (2,6- 
dichlorophenyl)methyl]-l,3,5-triazin-2-yl]- (CA INDEX NAME) 



NAc2 




RN 205381-49-3 HCAPLUS 

CN Carbamic acid, ( 4-cyanophenyl )[ 4- [( 2 , 6-dichlorophenyl ) methyl ] -6- 

[ (ethoxycarbonyl) amino] -1, 3, 5-triazin-2-yl] -, ethyl ester (9CI) (CA INDEX 
NAME) 
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CASREACT 129:244681 
Entered STN: 04 Sep 1998 

Trif luoromethylamines are easily synthesized from dithiocarbamates by a 



AUTHOR (S) 



CORPORATE SOURCE: 



SOURCE 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
OTHER SOURCE (S) 
ED 
AB 



IT 



RN 
CN 



reagent system consisting of tetrabutylammonium dihydrogen trifluoride and an 
N-halo imide under mild conditions. When this reaction was applied to 
dithiocarbamates ArN(R)CS2Me at higher temps., the trif luoromethylation was 
accompanied by halogen substitution at the p-position of the Ar group. The 
synthesis of trif luoromethyl-substituted adenosine is also described. 
143490-24-8P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of trif luoromethylamines by oxidative desulf urization- 

fluorination of dithiocarbamates) 
143490-24-8 HCAPLUS 

Benzonitrile, 4- [ (phenylmethyl) (trif luoromethyl) amino] - (CA INDEX NAME) 



CF3 
Ph— CH2 — k 



CN 
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derivative I (R = pyrimidin-5-yl ) (II) was the most potent aromatase inhibitor 
and its in vitro inhibitory activity was comparable to that of YM511. II also 
showed weak inhibitory activity on aldosterone synthesis. These data 
indicated that the pyrimidin-5-yl moiety is useful as a new azole fragment in 
place of the 4H-1 , 2 , 4-triazol-4-yl moiety of the aromatase inhibitor YM511. 
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The title compds . I [A = single bond, alkylene, etc.; ring B = pyrimidine, 
pyridazine, triazine ring; rings D and E = (substituted) aryl, etc.; a proviso 
is given] were prepared I have aromatase inhibiting activity and are useful 
as therapeutic agents for breast cancer, endometriosis, prostatic hypertrophy, 
etc. Treatment of aminopyrimidine II with NaH in DMF, followed by reaction 
with 4-trif luoromethylbenzyl bromide, gave, after workup, title compound III. 
One compound I in vitro exhibited IC50 of 0.036 nM against aromatase. 
Formulations containing I are given. 
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Regioselectivity of the anodic cyanation reaction of various types of 2,2,2- 
trif luoroethylamines was investigated. A remarkable difference in the 
regioselectivity between the anodic cyanation and methoxylation of the 
trif luoroethylamines was observed The cyano group was introduced into the ex- 
position to the nitrogen atom other than the trif luoroethyl group. The effect 
of the trif luoromethyl group on the anodic substitution reactions and the 
reaction mechanism are discussed. The acidity of the cation radicals of the 
amines and the basicity of the reaction medium were proposed as main factors 
for controlling regioselectivity in the anodic cyanation. 
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The title compds . I [X = 0, S ; XI = bond, (un) substituted CH2, CH2CH2; R = 
pyridyl, pyrimidinyl , pyrazinyl, pyridazinyl; Rl = (un) substituted alkyl, Ph, 
alkenyl, alkoxy, cycloalkyl; R2-R4 = H, alkyl; n = 0, 1] were prepared Thus II 
(R5 = H) was treated with CH2:CHCH2NCS to give II (R5 = CSNHCH2CH : CH2 ) which 



was cyclized with acid to III. At 10 
Hydrilla verticillata . At 35 lb/acre 
by Rhizoctonia. 
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The imidazoles I (R = Rl = R2 = halo, Me, Et, MeO, HO, CF3; n = 1-4) and their 
pharmaceutically acceptable salts were prepared by treating II with 
cycloalkylmethyl halides or III (R3 = CN, H2NC : NH, MeSC : NH, etc.), with 
H2NCHCHNH2. Thus, treating II (R = H, R1R2 = 2,6-C12) with 
( chloromethyl ) cyclopropane gave 10.6% I (R = H, R1R2 = 2,6-C12, n = 1). I 
have analgesic activity up to 100 times that of morphine. 
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AB Twenty-one title compds . (I; R = H, Me, Et; Rl, R2, R3 = H, F, CI, Br, Et, 
MeO, CF3, CN) which have analgesic and blood pressure decreasing properties 
and are useful in migraine treatment, were prepared by alkylation of the 
corresponding (phenylamino) imidazoline derivs . with ( chloromethyl ) f urans or by 
treating appropriate N-phenyl-N- ( f urylmethyl ) -S- methylisothiouronium iodides 
with H2N (CH2 ) 2NH2 . Thus, 2.3 g 2- (2, 6-dichlorophenylamino ) -2-imidazoline, 
1.43 g 3- ( chloromethyl ) -2- methylfuran, and 3 ml Et3N were refluxed 3 hr in 
PhMe to give 1.95 g 2- N- ( 2-methyl-3-f urylmethyl ) -N- ( 2 , 6-dichlorophenyl ) - 
amino%-2- imidazoline. I-containing compns . for tablets, ampuls, and drops 
were described. 

IT 50531-23-2P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 

RN 50531-23-2 HCAPLUS 

CN Benzonitrile, 4- [ ( 4 , 5-dihydro-lH-imidazol-2-yl ) [ ( 2-methyl-3- 
furanyl)methyl] amino] - (CA INDEX NAME) 



Me 



NH 

\ / 
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ED Entered STN: 12 May 1984 

GI For diagram ( s ) , see printed CA Issue. 

AB Fifty-five imidazolines I (Rn = e.g. 2,6-C12, 2-F3C, 4,2,6-BrC12, 2,4-F2, 2,6- 
Et2, or 2,4-ClMe; Rl = R2 = H or Cl-12alkyl, or Rl = R2 = Cl-12 alkyl), useful 
as antihypertensives and analgesics, were prepared by alkylation of I (Rl = R2 
= H) . 
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(preparation of) 
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ED Entered STN: 12 May 1984 

GI For diagram(s), see printed CA Issue. 

AB Thirty-two imidazolines I (Rn = 2,6-C12, 4,2- or 2,6-ClMe, 2-F3C, 2,4,6-Br3, 
etc.; Rl = CMe:CH2, 2-methyl-3-f uryl, etc.) and(or) their salts, e.g. 
hydrochlorides, useful as analgesics and antihypertensives, were prepared 
either by alkylation of the amines II (or their metal salts) with R2CH2R1 (Rl 
= CI, etc.) in the presence of bases, e.g. Et3N, or by condensation of RnC6H5- 
nN(CH2Rl)R3 [R3 = CN or C(:NH)R4 with R4 = alkoxy, alkylthio, SH, or NH2] with 
H2NCH2CH2NH2 . 
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CN Benzonitrile, 4- [ ( 4 , 5-dihydro-lH-imidazol-2-yl ) [ ( 2-methyl-3- 
furanyl)methyl] amino] - (CA INDEX NAME) 
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AB In styryl and triphenylmethane dyes the N(CF3)2 group has a weak auxochromic 
effect; analogs of crystal violet with 1, 2, and 3 NMe2 groups replaced by 
N(CF3)2 groups have kax (98% H2S04) 466, 474, and 470 nm, resp. 2- [P- 

[bis (trif luoromethyl ) amino] styryl ] benzothiazole (I) [50978-84-2] has ),max 325 
nm, and its methiodide [50978-83-1] 366 nm. Amination of p-chloro-N, N- 
bis (trif luoromethyl ) aniline (II, R = CI) [10218-92-5] gave the diamine (II, R 
= NH2) [3700-30-9], which was converted via the Sandmeyer reaction to II (R = 
Br, iodine). By Grignard reaction of these with Et formate [109-94-4] was 
obtained 4, 4 ' -bis [bis (trif luoromethyl) amino] benzhydrol [50978-82-0] which was 
oxidized with Cr03 to 4, 4-bis [bis (trif luoromethyl) amino] benzophenone (III) 

[50978-81-9]. Further Grignard reaction of various combinations of III, 
Michlers ketone [90-94-8], II (R = halo), and p-BrC6H4NMe2 gave the crystal 
violet analogs. 
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For diagram ( s ) , see printed CA Issue. 

The title compds . (I) were mainly prepared by alkylation of I (R = Rl = H) . 

Only R was displaced. Thus, from I (Ar = 2 , 4-C1 (Me ) C6H3 , R = Rl = H) , 

0 (CH2CH2 ) 2NCH2CH2C1 . HC1 , and Na2C03 in MeOCH2CH20H there was obtained I (Ar = 



2, 4-C1 (Me) C6H3, R = 0 (CH2CH2) 2NCH2CH2, Rl 
other I were prepared 



H) 



In this manner .apprx.100 



RL: SPN (Synthetic preparation); PREP (Preparation) 
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Reaction of 2-anilino-2-imidazolines with CI (CH2 ) nNRlR2 gave the corresponding 
2- [N-phenyl-N- ( amino-alkyl ) amino] -2-imidazolines (I), which were isomers of 1- 
( aminoalkyl ) -2-anilino-2-imidazolines . These were prepared independently from 
N-phenyl-S-methylisothiuronium salts and H2NCH2CH2NH (CH2 ) nNRlR2 . 
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